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derivative of general formula 
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derivative of general formula 
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derivative of general formula (I-C), 
a pharmaceutically acceptable 
salt thereof, and a pharmaceutical 
composition thereof, useful as an 
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tZZtiz&io. *WMt&® (I-B) £M^£#&T&£o 
Ik&Vn (III-B) CDSfttt&aiftt LTte, yf;l/X7f^, x 
f^iXf;l/, vrf^iXfil', t e r t -^f-;l/X^r^ 

K ; V K ; p -x h a 7 x / -;l/fc<tfCD7 x y ->l/J!Wb£te<S> 
1 - t Kn + j/X^ >W S K, 1 - t h'o + y^>'/h U7V*- 

T*# S> ft S W&i^il&ge&TK^ifrfb 7 x x x * «J /I,, N 

a*, ft&tt (ffl-B) zi&mmT*Ri&zi£zt%, &z\,mm 

T i K, $>xf-;W*x* ij ;l/i/7- 1 -xf-;U- 3 - ( 3 - 5* 
20 fcic, *»W:*>'^Ti4l^D7'fKtt 1 Sttxxx;Mb»Ji^ 

Ri6ttffiffl-r<SRit;ttS|a8t#^«^tt^KJ;oTt>lltt5*<. 

25 Wb£Hb7K&8, h;i/x>, ^^u>^©^#^^b7K 

£8, x-x;U, fh7tKD7 7>i©x-f;l/S, tf=$i^;i, 
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2 3 

ttfc, its® (I-B) tilillcfflV^i). N- 

5 yf;«MU>, MJ * */l<7 5 >, h'Jxf;l/7; >, N, N 
-$>/**7-U >. tf'jS>>, 4 — (N, N- vM*;l/7 $ V) 
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2 4 



L 2 -C0 2 R ,s 



CO 



i)xx-r;uo 




L 2 -CO s H 




(I-B-l) 



(I-B-2) 



in) xx^UDTi Kfb 

HN<^ 0 XI* HI@T Rn 
(F-B) 



hn< r ' 0 xi* Hr@T Rn 



av- b) 



L 2 -R u 



CO 

O-Vll 0 R« 



(I-B-3) 



L 2 -R 1 



CO 





iv) — hngCD 
it 7C 



NO* 



(I-B-4) 



L 2 -R 1 




NH 2 



(I-B-5) 
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2 5 



t±5$;4>> R s , R 4 , R 9 , R'°, R", L ! &tfNB j (*f-jf2 



i ) Jcxf-;l/©]!jn7K^SlS ; 

(i-b-2) t?^$n^iiii*^*'^k^(im-r 
SxxfMk^ (i-B-i) <DiXx;uJn7K^^«fcor^ 

So 

ii) 7 S K@&&ftK£ ; 

ij)i#yw&m&T2*>z*WMi&m (i-b-2) 

t, TiJlt&m (W-B) T ^ K>ftL. ftM 

(I - B- 3) 4r#*#tt-e*S. 

iii) iXT-;l/©T $ KftRJS 

#S8i££t*-)l9!5£ (I-B-i) T^$n5*^-f>ili^f;i' 

R*#i-jftS (W-B) «tl57i >(*i*«ft!CJ:*)T5 




(5$*> R 9 , R'°. R M & 
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2 6 



gHfc£4& (I-B-3) £88igf*2FSfT?**. 

( I - B - l ) o^;l/*'>iiXf;H*i LT(i, / 
xxr^, xfjuxfil/, ^Dt';l/xxf;l/, n-Wxxf 

iv) — h og<Z>&7cJ*J& 
15 - h ogfcWtSS&HJHk^ ( I - B - 4 ) £M5c 

^SCtlcit), 7i;l^ft^*PM^«I (I — B — 5 ) £ 

20 N, N-i^y f;l/*;l/A7; Ktt^<DRi6lcTOtttt*ti+. 



PCT/JP94/00391 



2 7 

ft, 3E4&, ttnc^O^lliaiifttt^ttK**. t;hj 
m*7kiT;U3-;U, *i^f^*jl/A7$ KttifORlSlcTO 




(I-B-6) 
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2 8 



1 1 



&gR n li. buIB^C - N B 



f^m**, R ,B &0*R ,6 «|W|-X(iMoT, *3RJS : f*>L<ttffi 



*&7;i/*;Ug£, HNC )tt5fi#S*3SrS»ia*SI*. R ,8 li5£ 



A (I-B-6) T'*$n5Mtt, 5$ (V 

-b) -e^^ns^oywbii, £ (vi-b) -e^$ns7^> 
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2 9 




(n-o (i-c) 



CQ 




(I -C) 



(5£*x R 6 «t?ISO^i*^WtSo ) 

j6ttR*(*i, (i-c) T-^$nsssiT-'j >x«*© 
tsii{c=t«9> ^wft^tt (i-c) *«jst*2fare*'* 0 

f;l/X7f;k ^7 7f;H7f;k ter t - 7f;l/XXfM 
K ; Wtr : J K ; p - - h n 7 x y - i'o 7 x ; - ^M^fet 
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3 0 

1 - t Ko*->x?i/W 5 h\ l - t Ko + i/<>y*h'J7 > /- 
)lUt'(DU- t Kd*'>A7 5 >3Mb&4^<!:£{fc£-£T?#S>ttS 

* ;u iK > Se T ;i/^r ;ux x f - £> < o >f >\,^ 5 << K <tf £ $ ■£ 
(n-c) &j&nwrcKifi>intZ£i&> **w*i£ 

7SF\ v>xf-;l/*x*U;l/S/7- 1 -xf^- 3 - (3-^ 
^ *;l/7 $ ^ 7o t°;l/) *7;l/**vM S K • $ilt&tt<!:©*§&3i]&<£ 

fh7t h'o7 7>lox-f;HS, fp^xf-;u 

RjBfcRLT* <b£$3 (H-C) £i§§JfCflH^frK N- 
^ y > N blM^;U7S>> MJxf;i/7i>v N, N 

^;l/7xy > % t°'J^>, 4- (N. N-^^f^7i/) 
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3 1 

(a) h°D-;^#i*©^S^ 




(I -C- 1) 



(5£cK R* > R b > R' RtfR" iU H-XI«oT, Tkfilil? 

(W-C) T^tiSl, 4 -v?rt;M^;Wfc 

^<h. a (v-o ft* 7 $y*b£tt*Risa 

«fc«9, eo-;H|i»«r-e*«*»«i8^«!I (I-C-l) 
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3 2 

(b) f h7y-/^»^SJ5 



[NaNi (Xl*KN s ) 

+ A& : 

1 NH4 C 1 / 
B& : R',SnNj / b;l^>t§ 




(I -C-2) 

*fPJHb£#l4\ ±5$*0 (I - C-2) ■Z'TfiZtlZf- bvV- 

U*A7$* K) <kttfb7>*-tf A©**/l/«&4fc£*£j6$#S 
c:<b{c«t«)^t>n5o © £ £ oi&jg £ jSH (DIM! 

*7tx a ( I - C- 2) ©ft£<fttt* 5* (VI- C) -e^sn*- 




(VI-C) 
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3 3 

;U^>T^ KtfcW: h U7»J->'Uf->T> ! K (±5£tK R' 3 SnN s 

i&gfu *tsnwx atb> m®. *§inb> ?sji> sfctn. &m 

20 4b^ftfc:&*$<£Mtttt{Ca£< tit, ^7XfUt7 

25 ^IPJHb^'K (I - A) Xl**©»^ftKfF££ft 
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3 4 



*f§BJHb&^4>> <t&®) (I - B) X(i-?-©^^W(c^$n 
5 tC^T**So 

its® (i-c) xtt^-oM^Wic^^n 

vfuis^Awmismmm (siadh) > &m. 
20 m&s mm*£, Emmmwmo^M'&vfemiz&to'c&Zo 

(1) V, Hr^^-/<>f ^7?*-f (V, receptor 
binding assay) 

7-*A7b©JS (J. Biol. Chem. . 258, 9283(1983)) lzt$L ITT 
25 l8Si{Lfc7y Mffli8K^**fflV>T [H] 3 - A r g -><V~f\/i/ > 
(vasopressin) (2nM. specific activity=75. 8Ci/mmol) £:JiI^# 
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3 5 



7 Ong&tfttB$ (1 0" 8 ~1 0" 4 M) ^5raMM7n->-) 
A N lmMxfl/>i?7; XBftK (EDTA) Rtt'O. l%7vlfil 

Mr;b7i > (bsa) ££tu o o mM h u x-mnfft (ph 

= 8. 0) ©$*2 5 0 0 1 4>T3 0 £R8s 2 5°CT"< ^a^-> 
**<R3IU ^7X7>fH- (GF/B) (Cif-r-iiCcfcoTx 
7*-£*S&Lfc8l»'J#> KSr h7 y^Lfco Z<DJf?X7 4 fi> 

C — B 

PIS^ (%) =10 0 1 — x 1 0 0 

Co ~~ B i 

C, : E*D«©tt^lSl5ifiJ«i: [H] s -^<v7l/->^©*#T-e©[H] s 
15 -'<V?Ui/><DmiZltft2>m&m. 

Co : tft«SI#J&l&^fcB#© [H] s -^<v7Ui/y©M{C^-rS^ 

. B, : iiiJ©/<V7l/'>> (1 0' 6 M) #£Tt?© [HJ s -'<77 

20 ±iBT-^ai$n^Pi*W5 o HtKzm&mMom&frbiCto 

Jt£tt (K i) Lfc 0 

I C s 0 



K i = 



1 + [L] /KD 
25 [L] ;ttWttU^>K©«at 

KD ; + + - K • 7*d 7 h«fc*9 
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3 6 

(2) V 2 l/t^-^W >x>f y 97 (V 2 receptor 

binding assay) 

yK)\,t,<0?5m (J. Biol. Chem., 247, 6167(1972)) \z.i$ t 
riSS!Lfco ^^^ffKiiiSlgl^^ffl^T, [H] 3 -Arg-'< 
7 7l/$/> (2nM, specif ic activity=75. 8Ci/ramol) t&U* 100 
ng&tfi*i*3l (1 0" s ~l 0" 4 M) £s buIBL^V, Hr7*- 
><4 >f*4 >97 tmm<Dj3&T~7 y-b4£ftt&\.\ ^tBlC 

opc-3 1 2 6 *ti£ottmit&tot\mLxfmKm.j}-cz>z> 
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{b & «g 


(pKi) 


^ tfc jCRI 1 A 

^ W ttJ I ri 


Q 4 7 


wll Li n i yJ v 1 / . 




WO 9105549 HWJ135 <Dit&® 




OQ 

Me 0 f^N^ 0 


& 1 4 














a o l 


Me 0 0 -HC1 








(WO 9105549 H«I^J408 ®4t&®l 0 









<b£^ (I - B) Xtt*0«K^WKllF 
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3 8 



& 2 7^i>'<V^U->>V,'&tfV, Sgftgfiiftffl 



it & « 






V, (pKi) 


V* (pKi) 


H ffi 00 2 0 - B 


a 2 9 


a 9 8 


i i « 33-b ; 


a 7 8 


a i 6 


H ffi #1 3 9 - B 


a 4 4 


a 6 8 


H % $1 4 0-B 


a 5 9 


a 5 6 








A P P - 01 OCA 






^ M p 

0C5"* 






Me 0 0 -HC 1 


6. 7 1 


a o i 


(WO 9105549 HJ60J4O8 <Dit&® 













*mwit&m<Ps its® (i - o x&zommmmz 
tir^zztAmmtstitz (^3#M) o 
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g 3 7;^->^7^b'>>Vi »«&j|tM 



lb £ « 


is 1/ S V i 3K^1* 
♦□□(nix vpiviy 


V, 
(V, 


/V.) 


H % 01 6-C 


V , = 8. 2 0 


2 


5 


S*JHk&«5(l): 










wo 9105549 mmmm <D{t&®) 








0 


9 


V, = 8. 0 9 
(V 2 =8.1 4) 


0. 


8 9 


Me 0 






























OPC-31260 

0 


/Me 










N 


V , = 6. 7 1 
(Vi =8.0 1) 


0. 


0 5 




•HC 1 








(WO9105549 Hjfefl 


ftJ408flHt£^o 








iiu mm) 











— tts (i - a) , ( i - b) Tkxf ( i - o t^^ns^i 
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OlDt'O. l~500mgT&*K Cft£ 1 0£>£^M[H]K#tt 
TS4t^o &#«ttfi*©3Mre£Srr£©T\ ±IHt8:#*igffl 
J; t) 'jH>*-e+£ttJ«£ * 5 o 
10 *»WCJ:*eP»:#©fe«>©H(*ilft«'fti LTtt, ttftk tfcftU 

li^n^±©gtt^Ii<, 4>tt< £ *>-o©*jgtttt:ftfW!U «*. 
*Stttt#fWPJJK#©«to*iU ^RlfxfT'J >K7^i/<)AO 

«k r> tt mmm vmmn / u =j - ;u ;/ * a © j; ? tmm&u v 

25 6ft*:fJ£tttttfSWiK 0J*.fcra»*s x*y-;Hfc£tr a C©#fl 
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»©*9tt1itt*k -H^k mmk 35rS*k »*ffl*d*LT^ 

10 itMs £ihru &m<m ^iy-x) . ^mtn^m 
«S7-f ^^-ta-raia^ «Bjw©E£xiiJiai*icj:oT«BNt 

15 

f69i*flJfrrSfci£>©*6©J&» 

»J{w«fcO$e»lc#jffl{c^-r-5o (it. #»Wtt£n&©fS*fl 

20 {*> m&tzit&tob&ttixiB*)* ^om^m^m^mtixmto 

1 - A 

h 'J ^A3. 4 2 g©x h5 t Kn7 5 >Wfc%LZ 5 0 
mile, j(K#T, v?x?-;l,*7.*yg£g?x^;H 9. 2 g&flQx.. 30 

25 V-2, 3, 4, 5 -x h5 t Kn- 1 H-K>X7-tft: >4. 8 
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4 2 



57^ - dd*;U-> *y-;l/50 : 1) TflllllL, (E) 
cfctK (Z) - 1 - (4 -7; - 2, 3, 4, 5 -x 

5 h-7 t Kd- 1 H- 1 -OXT-e b°>- 5 ->T Ur>ftixf;P, 
1- ( 4 - T ^ 7 >f ;U) - 2, 

>7rT-^b°>- 5 -ftBfxf-;U©jS^«5 6 g (S£ib 2 6:8: 
2 8HPLC) £fi*io 
#%0J2 - A 

10 (E) fc«kc; (Z) -1- (4-7;;K>>/^;l/) - 2, 3, 

4, 5-f h7tKo-lH-l -OXTW> - 5 --f 'Jf> 

S^Kxf-;K 1 - u -7 $ yov-ou) - 2, s-s*tKo- 

1 H - 1 -'OXT-fcf b e >- 5 ( 2 6 : 8 : 2 8 ) 

iE£<Bl6 gJC, 4 0%yf;l/7; J-Jimmz Oml^jD 

*W7A^ov h^77>f - (?DDW-7th> 5 : 
1)T?»«L, *oo*;l/A.k!)?SttilLT, 1- (4-7;M 
- 5- (N-yf;i/*;Mt>f;M x;u) -2. 3->> 
t Ko- 1 H- 1 -K>XT4fb°> 1. 5 g&'&iZo 
20 1 H-NMR (5ppm in C D C 1 , , TM S ft AMR*) 

2. 0-2. 2 (1H, m) , 2. 3-2. 5 (1H, m) , 

2. 55 (3H, s), 3. 1-3. 3 (1H, m), 

3. 3-3. 5 (1H, m) , 3. 5-3. 7 (1H, m) , 

4. 4-4. 6 (1 H, m) , 5. 3 7 (2 H, s) , 
25 6. 1 7 ( 1 H, s) , 6. 2 2 (2 H, d) , 

6. 6 5 (1 H, d) , 6. 8 5 (2 H, d) , 
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6. 9-7. 0 ( 1 H, m) , 7. 1-7. 2 ( 1 H, m) , 

7. 4-7. 5 (1H, m) , 7. 8-7. 9 (1H, m) 
MS (FAB) : 3 3 6 (NT + 1 ) 

mmmi-A 

5^K0. 0 6ml4JDi. M-C3B*M!l»Lfco »ttt*«*L. 
Slif^DDy ^3ra 1 IcJgJBLfc. *fcT. 1 - (4-7$ 
J iVl -5 - (N-^f^*;l"<t'f*yf^) -2, 3 

10 -v?t Ko- 1 H- 1 -'OXTH? h°>0. 1 5 g©t c U 5? 5 
ml*iTLfco MTHHHfLfc*. »«E*a*L*: 0 SUllc 

15 -9->^e>iS^tLT, 4' - [ [5- (N-y ^;i/*;U/N*e-r;l/> 
-2, 3 - 5* t Kd- 1 H- 1 -OXTV t°>- 1 --T;b] 
*;I/jK-;I/] -2-7x-;K>X7-'J KO. 1 6 g*%tz 0 
19 4-196^ 
1 H-NMR Uppm in DMSO-d, , TMSrtSU^ 

20 m) 

2. 0-2. 2 (1H, m) , 2. 3-2. 5 (1H, m) , 

2. 5 4 (3 H, d) , 3. 2 0 ( 1 H, d) , 

3. 4-3. 5 (1 H. d) , 3. 5 9 ( 1 H, d) , 

4. 4-4. 6 (1H, m) , 6. 18 ( 1 H, t) , 
25 6. 6 7 (1 H, d) . 6. 9 7 (1 H, t) , 

7. 0-7. 6 (1 5 H, m) , 7. 8-8. 0 ( 1 H, m) , 
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4 4 

10. 2 3 ( 1 H, s) 
MS (FAB) : 5 1 6 (M + + 1 ) 
fgf&PJ 2 - A 

2 - (4 -^f^7x-;W £m#&0. lg*^on^> 
5 2ml, RO'^y f;i/^;bA7 $ K l fc+lcBSS-frfco ^T, 
'J;l/?n7^ K0. 0 6ml£flD;L, MT3B*RB«#Lfco 

1- (4-7;M> , /'f*) -5 - (N-^^AM*^;^ 
-2, 3-vkh'u-lH-l - A s>X7Hft'> 0. 15g 
10 oeu^>**5ml*»TLfc. MT?-««#Lfcfft, 

;b*7A^D7K77-f - (^na*M-^y-;l/ 5 0 : 
15 1) TflHKLTfflSfcfc, ^DD*;l/A-n-^f^t.ii{l: 
LT, 4' - [ [5- (N-yf-;i/*7/i^<*>f - 2, 
3 - i?t Ka- 1 H- 1 -<>X7-et°>- 1 #;U#:=jl/] 
- 2 - (4-^;V7x-;l/) OXT-U K0. 13 g£*§*:o 
Hk£ 1 9 4 - 1 9 6 °C 
20 1 H-NMR (5ppm in DM S 0 - d • , TM S F*9SB^ 

m) 

2. 0-2. 2 (1 H, m) , 2. 2 8 (3 H, s) , 

2. 3-2. 5 (1 H, m) , 2. 5 5 (3 H, d) , 

3. 2 0 (1 H, d) , 3. 4 - 3. 5 (1 H, d) , 
25 3.5 9 ( 1 H, d) , 4. 4-4. 6 (1H, m) , 

6. 1 8 (1 H, t) , 6. 6 8 (1 H, d) , 
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4 5 

6. 9 7 ( 1 H, t ) , 7. 0-7. 6 ( 1 4 H, m) . 

7. 8-8. 0 ( 1 H, m) , 10. 2 3 ( 1 H, s) 
MS (FAB) : 5 3 0 (NT + 1 ) 

%mm 3 - A 

5 2- (4--ho7i-;U) ££#80. 2 2 g*&%mWtl, 

mmmi-Atmm^m^m^r, 4' - t [5- (n->*;i/ 

^^^'f^Mf/l/) -2, 3 -?t Kd- 1 H- 1 -'OXT-tf 
t°>- 1 ;H - 2 - (4 ho7x-;l/) K> 

XT-U K0. 3 3 g£*#fc 0 
10 M£ 1 8 7 - 1 9 0 V 

1 H-NMR (<5ppm in DMSO-d, , TMSrtSB^ 

m 

2. 0-2. 2 (1H, m) , 2. 3-2. 5 (1H, m) , 
2. 5 4 (3 H, d) , 3. 2 0 (1 H, d) , 
15 3.4- 3. 5 (1 H. d) , 3. 5 9 (1 H, d) , 

4. 4-4. 6 ( 1 H, m) , 6. 18 ( 1 H, t) , 

6. 6 7 (1 H, d) , 6. 9 5 (1 H, t) . 

7. 1 0 (2 H, d) , 7. 1 8 (1H, t) , 

7. 3 0 (2 H, d) , 7. 4-7. 7 (7 H, m) . 
20 7. 8 - 8. 0 ( 1 H, m) , 8. 2 1 (2 H. d) , 

10. 4 0 (1 H, s) 
MS (FAB) : 5 6 1 (M + + 1) 
Uli 4 - A 

4' - [ [5- (N- * i-JViJ )W<* 4 )V/=f- -2, 3-v? 
25 t Kd- 1 H- 1 -OXTt'h^- 1 fiJltf-Jl] -2 

- (4 --hD7x-;l/) <>X7-'J K0. 14 gOftixf;!/ 
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S« 10m lie, 46fbS&-*X-r**l«!!0. 3 4g^M, jftdSE 
T, 3l$Mtt#Lfco MicHL. M "7 A»«30 

?2*?n-? \>y?7 4 - (? unf.JlJ*- J ? J 4 0:1) 

xm$nxms i a &'&, ^oo*;^- n -^^yxm^ittx, 

2- (4-7;/7x^) -4' - [ [5- (N 
*>OM*-;l/) -2, 3 -i^t Ko- 1 H- 1 -OXT-Vfy- 
10 l->f;U] *7;l/*'^;u] OXT-'J KO. lg^it. 
MjA 1 6 7 - 1 6 8 V 

1 H-NMR (5ppm in DMSO-di , TMSrt&frBI 

m 

2. 0-2. 2 (1 H, m) , 2. 3-2. 5 (1 H, m) , 
15 2. 5 6 ( 3 H, d) , 3. 2 0 (1 H, d) , 

3. 4-3. 5 ( 1 H, d) , 3. 5 9 ( 1 H, d) , 

4. 4 - 4. 6 (1H, m) , 6. 1 9 ( 1 H, t) , 
6. 6 8 ( 1 H, d) , 6. 9 - 7. 5 ( 1 3 H, m) , 
7.8- 8. 0 ( 1 H. m) . 1 0. 1 3 (1 H, s) 

20 MS (FAB) : 5 3 1 (M + + 1 ) 

umms-a 

1- [4- [ (2-7x-;K>^;l/) 7iJ] <> X /<<AS\ 
- 2, 3-i?h Kd-IH-1 -OXT-tf t°>- 5 -gfc®0. 2 5 
g©xh7b Kn7 7>*«2 Omli:, 1 -t Ko*$"OXh 
25 117 7-^0. 0 8 g, 1 3 - (3 -V*1-)\,Tl 

t'Jl) ij)\,#*J4 i b*mmmo. I 1 g, *>J;CM -y*-;H^5 
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4 7 



ATM, *J|*S4Lfc, SiE*ft»if-^-n-'s*-9-><k 
5 OlSHbLT, 4' - [[5- [ (4 ->/*;u- i - t°^7^-;u] 

-2, 3 - *J t Ko- 1 H- 1 -K>X7^ t° 

>-i->r;u] *7;i/#-;i/| - 2 -7x-M>X7-'J Ko. 2 3 
g£*#fco M(-c©^^o. 2 2 g^^DD^^/y^y-^ 

10 jf#Lfco ^S^x^y-;U-->i^;Ux-f-;UTW 
*SHLT*IKitO. 2 2 g£#fc 0 

Mj& > 1 8 o °c 

1 H-NMR (DMSO-d 8 , TM S rtlWg) 

2. 1-2. 3 ( 1 H. m) , 2. 4-2. 6 (1 H, m) , 
15 2. 7 6 ( 3 H, b r s) , 2. 8-3. 7 (8H, m) , 

3. 8-4. 6 (4 H, m) , 6. 14 ( 1 H, m) , 
6. 6 7 ( 1 H, d) , 6. 9 - 7. 6 ( 1 3 H, m) , 
10. 3 0 (1 H, s) 

MS (FAB) : 5 8 5 (NT + 1 ) 
20 H»J6-A 

1- [4- [ [2- (4-yf;l/7x^) <y*/4)V\ 7iJ] 
M -2, 3 - i?t Ko- 1 H- 1 -KyXlM b°>- 5 

v>r, 2 - (4 - yf;i/7x^;W -4'-[[5-[(4->f- 
25 1 - - 2, 

1 H- 1 -<yX7M h°>- 1 --r;b] #•=.;!/] KyXT- 'J 



WO 94/20473 



PCT/JP94/00391 



4 8 



KO. 1 5 g^ifco Sli::o^a i 4 gJ:»)MiO. 14 

lfcj& 205-208 °C 
' H-NMR (DMSO-d, , TMSflWaWD 
5 2. 1 - 2. 3 ( 1 H, m) , 2. 2 8 (3 H, s) , 

2. 4-2. 6 (1H, m) , 2. 74 (3H, brs), 
2. 8-3. 7 (8H, m) . 3. 9-4. 6 (4H, m) , 
6. 2 4 ( 1 H, t ) , 6. 6 9 ( 1 H, d) , 
6. 9 - 7. 6 ( 1 5 H, m) , 1 0. 3 0 ( 1 H, s) 
10 MS (FAB) : 5 9 9 (NT + 1) 

nmm 7 - a 

4' - [ [5- (*7;U****>y^;U) -2, 8-PtKD-lH 
- 1 -OXT-feTt°>- 1 ->r;l/] *7;I/jK-;|,] - 2- (4-^^ 
;U7x-;U) OXT-'J K0. 2 g©fh7t >»«2 0 

15 mil:, l-tKD + i/^vXh'Jjy-^O. 0 6 g, 1 -xf 
3 - ( 3 - >M ^;l/T S J -fa \£)V) ijjltfitj * KtSgfcSS 
0. 0 9 g, 2 - (7 ^ f-;U) t°"J ^>0. 0 5g£flD 

od*;U-^;-^ 3 0:1) T'H^LT, 2 - (4 -/ *■ 
;U7x-;U) -4' - [ [5- [N - (2 -h*U : JjUH-)1) tt)\, 
'<*<<A,**)V\ -2, 3 - f J t Kd- 1 H- 1 -OX7-tft 8 > 
25 -1->T;H *7;u*'-;i/| ^>X7-'J K0. 1 8g^ 6 5£ 

CKZMt^O. 1 7 g^^OD^^AlC^L, ?i0i/a>)^ 
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lkj& 2 1 7 - 2 1 9 °C 
' H-NMR (DMSO-d 8 , TMSrtWi) 
5 2. 1 - 2. 3 (1 H, m) , 2. 2 6 (3 H, s) , 

2. 4-2. 6 (1H, m) , 3. 3-3. 5 (2H, m) , 

3. 7 3 (1 H, d) , 4. 3 4 (2 H, d) , 

4. 4 -4. 6 (1 H, m) , 6. 2 4 (1 H, t) , 
6. 6 9 (1H, d) . 6. 9- 7. 7 (1 7 H, m) , 

10 7. 6 5 ( 1 H, d) , 8. 6 5 ( 1 H, m) . 

10. 2 4 ( 1 H, s) 
MS (FAB) : 6 0 7 (M + + 1 ) 

mmm 8 - a 

l - C 4 - [ ( 2 - 7 y Jl) T i J ] K> ;H 

15 -2, 3 -i?t Ku- 1 H- 1 fc°>- 5 -ftKO. 2 

g*ttif8«9H£LT, H*ffJ5-AtHI»tt#flc*«^T. 2-7 

x-;u-4' - [ [5- [N- (2-eu 5*/u/f-;io *;u^* j e>f 

-2, 3 -*Jt Kd- 1 H- 1 -OXT-bfh°>- 1 - 
-OH K>X7-V K0. 12 g£i#fc 0 E ice ©ft 

20 1 g^ig&itO. 1 gilt 

Mj& 1 8 7 - 1 8 9 °C 
* H-NMR (DMSO-de . TMSfiW) 

2. 1-2. 3 (1 H, m) , 2. 4-2. 6 ( 1 H, m) , 

3. 3-3. 5 (2H. m), 3. 79 (1H, d), 
25 4. 4-4. 6(3 H, m), 6. 2 4 (1H, t), 

6. 6 8 ( 1 H, d) , 6. 9-7. 6 ( 1 8 H, m) , 
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5 0 

8. 0 6 (1H, t) , 8. 9 3 (1H, t) , 
10. 2 7 ( 1 H, s) 
MS (FAB) : 5 9 3 (M* + 1 ) 

nmm 9 - a 

1 - [ [4 - [2 - (4 -^f;b7x^) 7 $ y] 

OVJM -2, 3 -S?k Ko- 1 H- 1 -<>XT-fcft°>- 5 
-ft®x^;K). 4 8 gic, *gfcgn 2ml, 5 m 1 *1K\?L. 

5 0°CT-3B#M^L^ o K£ft£*7KKft£, £ L: fcttaas-atlR 

— ^t>J:5eMLT, 1 - [ [4 - [2 - (4-yf^7x 

— do ^<>y^;u] rsy] -2, s-sjlkd- 

lH-l-^>XT*lf>-5-ttl|0. 4 1g£ttfc. 
1 H-NMR (DMSO-da , TM S rtSP^) 

2. 1 - 2. 3 ( 1 H, m) , 2. 2 8 (3 H, s) , 

3. 2-3. 4 (1H, m) , 3. 4 3 (1H, d) , 
3. 8 6 (1 H, d) , 4. 5 7 (1 H, m) , 

6. 2 1 (1H, t) , 6. 6 8 (1 H, d) , 
6. 9 8 (1H. t) , 7. 1-7. 6 (1 4 H, m) , 
10. 2 9 (1H, s) , 12. 4 0 (1H, s) 
MS (FAB) ; 5 1 7 (M + + 1) 
Hi 1 0 - A 

1 - [ [4 - [ (2 -7x-;l/) K>'/4M 7 i y] 
^3 -2, 3 -S?k Kn- 1 H- 1 -OX74fh e >- 5 -gfc®i 
0 OmgC, *&$7. 5ml , lil3ml £2)1]*.. 5 0 

v^i^mmwLtzc £i;fcft**aBKL*: 
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ft»i*;U- ^xf-;Ux— r;U-n-^+*>«kl3ea<bLT, 
1 - [ [4 - [ (2 -7x-ib) <V"/4)V\ Tl J] KyV-fJl] 
- 2, 3 - i?t Ko - 1 H - 1 -<>X7-feft°>- 5 -ft® 2 6 5 
m g£lf;fco 

5 1 H-NMR (5ppm ; in CDC U +DMSO-d. , 

TMSrt***) 

2. 3 8 (1 H, m) , 2. 5 - 2. 8 (1 H, m) , 

3. 3-3. 5 (2 H, m) . 

3. 8 4 ( 1 H, d, J = 1 6. 8 H z) , 
10 4. 7 5 ( 1 H, m) , & 2 1 (1 H, t, J = 5. 4 H z ) , 

6. 6 5 ( 1 H, d, J = 7. 8 H z) , 
6. 9 2 ( 1 H, m) , 7. 1-7. 7 ( 1 5 H, m) , 
8. 9 6 (1 H, s) 
MS (FAB) ; 5 0 3 (M + + 1 ) 
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1 -A 
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•mm 






tit 


m 5C 










C0 2 H 


10-A 






c 




) 






0 


c 












N ^ 












H 







#fgi!l!©8ij©rt:£&l (HifefllA- 1-4 6) Zm1r 0 c ft 
i§S©^S#iw<k-DT^ftI©-ent>©^j£*ffl^T^fiR1-5C t1fi 
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m 5 
mmmA- i-4 6 



00 



K' 2 || 




a) Me: 

Et: x^;l,g 
Pr: ynt;Ug 
Ph: 7x-;US 



Net 



1 
2 
3 
4 

5 

6 

7 



CONHMe 

CONHEt 
CONHPr 



CON 



o 



9 
10 
11 
12 



CON 0 

CON^ N-Me 
V__/ 



CON / N-Me 
CONMe 2 



CH, 



2- (2-Me) Ph 
2- (3-Me) Ph 
2- (4-Me) Ph 

2-Ph 

2- (4-Me) Ph 



2- (2-Me) Ph 



2- (3-Me) Ph 



2- (4-Me) Ph 



2- (2-Me) Ph 
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Na 
13 
14 
15 

16 



17 
18 
19 
20 
21 
22 
23 

24 

25 

26 
27 
28 



CONMe 2 

CONE t, 
Me 

CON( /r-^ 
(CH a ) s -^J> 



CONHCH 



■■O 



CONHCH 



CONHCH 2 



Me 

conC 

X CH 



CON 



.-Q 

CH 2 J^iJ 



Me 



CONH (CH 2 ) 2 NH 2 
CONH (CH 2 )NHMe 



CH 3 



2- (3-Me) Ph 
2- (4-Me) Ph 



2- (2-Me) Ph 



2- (3-Me) Ph 



2- (2-Me) Ph 



2- (4-Me) Ph 



2- (2-Me) Ph 



2- (4-Me) Ph 



2-Ph 

2- (4-Me) Ph 
2-Ph 
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Na 
29 
30 
31 
32 
33 
34 

35 

36 
37 
38 

39 

40 
41 
42 

43 

44 
45 
46 



CONH(CH 2 ) 2 NHMe 

CONH(CH 2 ) 2 NMe 2 

CONHMe 



CONHCH 



■■0 



CONHCH 2 



CONHCH 



CH 2 


2 


- (4 


-Me) Ph 




2 


-Ph 




(CH 2 ) 2 


2 


-Ph 






2 


- (4 


-Me) Ph 


(CH,). 


2 


-Ph 






2 


- (4 


-Me) Ph 



(CH 2 ) 2 
(CH 2 ) 8 

(CH 2 ) 2 
(CH 2 ), 

if 

(CH 2 ) 2 
(CH S ) 8 



2-Ph 

2- (4-Me) Ph 
2-Ph 

2- (4-Me) Ph 
2-Ph 

2- (4-Me) Ph 
2-Ph 

2- (4-Me) Ph 
2-Ph 

2- (4-Me) Ph 
2-Ph 

2- (4-Me) Ph 
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#%0J 1 - B 

1- (4--hD^>>/^/b) -2, 3, 4, 5-fh7tF'o 
- 1 H - 1 , 5 -'OV'JTWsZ 0 Omg, JfcKrt'J *A 140 
mg, ttttEMOBtffl;* h U*A©N. N-y^fM;l/A7; K 

5 fettl 0m 1 IC2 -7o*7-fe* ^ K2. Ig£fl0/L, 8 0^^18 

fls»x «afd6«*ftL, SA-ClMSfc, 

mnttzo g^Kx^;utr^ai$n^i^«fc<9, 2- [5- (4-x 

10 -2, 3, 4, 5-f hvtKo-lH-l, 5 

-<>*/VT*fh'>- 1 T-tr* * K3 1 Omgm. 
ttttSa**^^^ hJl (CDC 1 , , TMS^fili) 

5:1. 9 2 ( 1 H, b) , 2. 16 ( 1 H, b) , 

2. 9 9 ( 1 H, b) , 3. 17 ( 1 H, b) , 

15 3. 4 4 ( 1 H, b) , 3. 8 0 ( 1 H, d) , 

4. 0 7 (1H, d) , 4. 7 4 (1H, m) , . 

5. 6 4 (1H, m) . 6. 6 4 (1H, d) , 

6. 7 3 ( 1 H, t) , 7. 0 1 ( 1 H, d) , 

7. 19 ( 1 H, t) , 7. 3 5 (2 H, d) . 
20 8. 0 1 (2 H, d) 

(FAB) 3 5 5 (NT +1) 

2 - B 

2- [5- (4 -x bwOVJfr) -2, 3, 4, 5-f^7 
t Ka- 1 H- 1, 5 -KyVVT* £>- 1 --01/] T-tr* S K 

25 3 0 Omg, 10%A'7^ 1 )^i4 0m|OS^15ral^ 
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^^At^il, »«t*fi±L^o Mtt&WR, i^xfAx- r 
^U*L, 2 - [5-(4-7;;'<>7a)-2, 3, 4, 5- 
5 fh7tKn-lH-l, 5 -OVitTH £>- 1 --OU] 7Hz 
* $ K 2 2 0 m g £*#fc 0 

ttam**^^^ (cdc 1 3 , TMSrt«m) 

5 : l. 8 3 (1 H, b) , 2. 0 4 (1H, b) , 

2. 9 0 (1 H, b) , 3. 1 3 (1 H, b) , 

10 3. 3 8 ( 1 H, b) , 3. 8 0 (1H, b) , 

4. 0 5 (1H, b) , 4. 6 8 (1H, b) , 

5. 5 4 (1 H, b) , 6. 4 - 7. 2 (8 H. m) 

(FAB) 3 2 5 (M + +1) 

3 - B 

15 *#T, 2, 3, 4, 5-fh7t Ko-lH-1, 5-07 

« 1 5 m 1 IC'f v-nf ; ;^ D7>f Kiii 1 . 2g^Jo 

»»xf;i/= i/2-e*ai$n*iid«fc5.. l- u-eusw* 

;U**^;10 -2, 3. 4, 5-fh7kKo-lH-l, 5-0 

% /s?7-tfe>i. 1 3 gtrntzo 

25 tttt»*i*X^* (CDC 1 • , TMSrt»«») 

6:1. 9 6 (1 H, b) , 2. 13 ( 1 H, b) , 
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2. 8 9 ( 1 H, t) , 3. 0 2 ( 1 H, t) , 

3. 5 8 ( 1 H, b) , 3. 9 7 ( 1 H, s) , 

5. 0 2 (1 H, d) , 6. 5-6. 6 (2 H, m) , 

6. 7 8 ( 1 H, m) . 6. 9 8 ( 1 H. m) , 
5 7. 1 0 (2 H, m) , 8. 4 0 (2 H, d) 

llWhJl/ (FAB) 2 5 4 (M + +1) 
#%0J 4 - B 

lM-f7>'fh7tKD77>^5 0rali:, 1- ( 4 - t: 
*) itJltlJltf-j],) -2, 3, 4, 5-f h7t K u - 1H - 1, 
10 5 -OVJTWsB 8 Omg^M, 2WWL/:.ij[ 
fclft. ^y-;Hm 1 £Jn*.g&T3 0#, Ii:gM7ml^ 

•J^A****^. i^BSxf-;u-eatBL^o ftlffcx^^***, 

Ka^->U*m7A^D7 h/7 7-f-f^8!Lfco n 
+t>/ftiif*= 3 / 1 T?8aj*ftSH£J: *>es*». v?x 
f-;l/x— r^//n-'s+*>^&eaik**, 1- (4-t°'J^;U 
-2, 3, 4, 5 -7- t Kb - 1 H- 1, 5 
20 ^T-ift 0 >5 0 OmgW.. 

h;U (CDC 1 3 , TMSrtSWP) 
5:1. 79 (1H, m), 3. 12 (2H, t), 
3. 2 3 (2 H, t) , 4. 3 9 (2 H. s) , 
6. 7-6. 8 (4 H, m) , 7. 3 3 (2 H, d) , 
25 8. 5 5 ( 2 H, d) 

li^? h/1/ (FAB) 2 3 9 (M + +1) 
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5 - B 

*K#T, 4, 5-^tKn-lH-l, 5 — V^T-tr t°> - 
2 - (3H) -*>1. 0 gON, N-y>f;l/*;^7 S 
2 0ml (CTk^b^-h U*A 5 0 0 mg» 1 0 £ 

5 «T1 0»«»Lfc« RJS**S**»U 2- (^DoyfW 
VV9>mMVLl. 0g*M, 1. 5«#ffl«#Lfco RJ6«** 

10 *fS2Lfco ^dd*W> */-;i/= 3 0/1 T'&ai;*ttSiIj£ 
£0, 1 - (2 -h°U - 4, 5-^tKo-lH-l. 

5-^>y^T^t°>-2- (3H) -*>1. 0 9g£*§fc o 
il^l^^h;!/ (CDC1, , TMSF«3^*P) 
<5 : 2. 6 4 (2 H, t) , 3. 8 4 (2H, t) , 
15 5. 2 0 ( 2 H, s) , 6. 9 - 7. 6 (7 H, m) , 

8. 5 1 ( 1 H, d) 

(FAB) 2 5 4 (M + +1) 

mnm 6 - b 

#%^5 -BtmWzlr, 4, 5 - i> t Kn - 1 H - 1 , 5- 
20 s<>Vi?T-et 0 >- 2 - (3H) -*>1. 0gi3 - (^oo^ 

t°y i?>m.&mi. o g<to, 1- (s-euw^j - 

4, 5-ytKa-lH-l, 5 v'T-tf t°>- 2 - ( 3 H) 
1. 3 3 g*mtZo 

mmn&mx*? h;u ccdc i , , TMsflsauti) 

25 5:2. 61(2 H, t), 3. 80(2 H, s) , 

5. 0 9 (2 H, s) , 6. 8 - 7. 2 (5 H, m) , 
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6 4 

7. 6 5 ( 1 H, d) , 8. 4 3 ( 1 H, d) , 8. 5 0 
(1H. s) fiX^n^ (FAB) 2 5 4 (M* +1) 
#%W 7 - B 

4 - B tfflWz LT, 1 - ( 2 - fcf U ! JA,* f-;U) - 4 , 
5 5 -5>k Kd- 1 H- 1, 5 -OV97-& f>- 2 - (3 H) - 

2g«fct). 1- -2, 3, 4, 5 

-fh7t Kd-IH-1, 5 -OV^T-tfb" > 4 1 0mg£*# 
*o 

»«ft**^h;KCDCl,, TMSrtW) 
10 <5 : 1. 8 1 (2 H, m) , 3. 2 2 (4 H, m) . 

4. 5 5 (2 H. s) , 6. 6 - 6. 9 (4 H. m) , 
7. 1 6 (1H. m) , 7. 4 9 (1 H, d) , 

7. 6 5 ( 1 H, m) , 8. 5 6 ( 1 H, m) 

(FAB) 2 4 0 (M + +1) 

15 ##0J 8 - B 

4 - B tmmz. LT, 1 - ( 3 - fc° 1) : J)\s* *)V) - 4 , 
5-S?t Kd- 1H- 1. 5 -OVPT^t°>- 2 - (3H) - 
* > 1 . 2 5 g «fc t> , 1 - ( 3 - f U - 2 , 3 , 4 , 

5-fh7tKo-lH-l, 5 -KyVVT-tf b'>5 9 0mg£ 

20 *#fc 0 

(CDC 1, . TMSrt««») 
5:1. 7 4 ( 2 H, m) , 3. 0 6 (2 H, t ) , 
3. 2 0 (2 H, t) , 4. 3 8 (2 H, s) , 
6. 7 - 6. 9 (4 H, m) , 7. 2 6 ( 1 H, m) , 
25 7. 7 6 ( 1 H, d) , 8. 5 1 ( 1 H, d) , 

8. 6 3 ( 1 H, b) 
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liX^^h/b (FAB) 2 4 0 (NT +1) 

mm 9 - b 

#%#j3 -b tmm^ix, i- (2 - t°u -jji/i-ji) -2, 

3, 4, 5-fh7t Kd- 1H- 1, 5 -<yV : JTM t°> 560 
5 mg, 4--ho^>'/>f;^D7'f K 4 4 0 mg«k0, l-(4 
-^ho'<>y>f;l/) - 5- (2-t°'J-/;Mf;l') -2, 3, 4. 
5 -t h7t Kd - 1H - 1, 5 -<>Vi?T-& ¥>8 0 0mg£ 

&Hm#>!iX'<* (CDC 1 , . TMSflMiigQ 
10 * : 1. 9 0 (1H. m) . 2. 1 0 (1 H, m) . 

3. 0 0 ( 1 H, ra) , 3. 2 0 ( 1 H, m) , 

3. 5 0 (1H, m) , 4. 4 7 ( 1 H, d) , 

4. 7 0 (2 H. m) , 6. 6 0 (2 H, b) , 

7. 0 - 7. 5 (6 H, m) , 7. 7 0 (1 H. t) , 
15 7. 9 0 ( 2 H, d) , 7. 9 0 (2 H, d) , 

8. 6 1 ( 1 H, d) 

(FAB) 3 8 9 (M + +1) 

##0J 1 0 - B 

#%0J3 -Btmmtix, 1- (3-t°'J v*;M^;u) -2, 
20 3, 4, 5 -fh7b Ka-lH-1, 5 VVT-Ws 720 
mg, 4 hD'OV-f K 5 6 0mg«fc*), l-(4 

-;hD^//^;b) - 5- (3 - t°U v^i^f-^) -2, 3, 4. 
5-f hft Ko - 1H-1, 5 -OVi?T-et'> 1. 0 g£*# 

25 &5Km*lS*^ hJl (CDC 1 , , TMSrtMSig) 

6 : 1. 8 0 (1 H, m) , 2. 1 0 (1 H, m) , 
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10 



15 



20 



25 



, 7. 7 8 ( 1 H, d) , 
5 9 ( 1 H, d) , 



2. 8 5 ( 1 H. m) . 3. 1 5 ( 1 H, m) , 

3. 4 0 ( 1 H, m) , 4. 2 9 ( 1 H, d) , 

4. 5 8 ( 1 H, d) , 4. 7 0 ( 1 H. m) . 

6. 5-6. 7 (2 H. m) , 

7. 0-7. 3 (5 H, m) 

7. 9 3 (2 H. d) , 8. 

8. 6 9 (1H, s) 

MX'*? bJl (FAB) 3 8 9 (M + +1) 
#%0J 1 1 - B 

mnm 3 - b tmmz it, i - c 4 - e u *J)\>* - 2 . 

3, 4, 5-fh7tKD-lH-l, 5 -KyVVT-V t°> 450 
rag, 4--hn07^;^07'f K 3 5 0 mg«fc!5, l-(4 
YuKyV^OV) - 5- U-\£i)9Jb/*J\f) -2, 3, 4, 
5-f h7tF'n-lH-l, 5 -'OVVTWsl 30mg^ 

tft**X^h;KCDCli , TMSrt»«*) 
(5:1. 8 7 ( 1 H, b) , 2. 10 ( 1 H, b) 



2. 8 9 (1 H, b) 

3. 4 0 (1 H, b) 

4. 5 9 ( 1 H, d) 

6. 3 4 (2 H, m) 

7. 13 ( 1 H, m) 
7. 9 7 (2 H, d) 

Mmx^? bfr (FAB) 



3. 17 (1 H, b) 

4. 2 3 ( 1 H, d) 
4. 7 4 ( 1 H, b) 
7. 0 1 (1H, d) 

7. 3 6 (4 H. m) 

8. 6 2 (2 H, d) 
3 8 9 (M + + 1 ) 



###1 1 2 - B 

l- (4 ho<>y>r;i/) -5 - (2 - b°u - 
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2, 3, 4, 5-f h7tF'n-lH-l, 5 -^>'/i?7-t? t°> 
8 3 Omg, ^bmrf-f'-TKftl^Z 9 1 gOfti|xf-;Ugtt 3 0 

HfiLfco ^oD*;UA/y *y-;i/= l o 0/ 1 -e*ttj*nsii 
1- (4-7iM>^;l/) - 5- (2 - t°U 5*;M f- 
;U) -2, 3, 4, 5-fh7bKo-lH-l, 5 -K>V*JT 
10 Hf t e >5 8 Omg£*ffco 

^fiB^SSX'*? (CDC 1 » , TMSrtMt*) 
6 : 1. 8 6 (1H, b) , 2. 0 5 (1H, b) , 

2. 9 5 (1H, b) , 3. 1 7 (1H, b) , 

3. 4 9 (1H, b) , 4. 4 7 (1H, d) , 
15 4. 6 9 ( 2 H, m) , 6. 3 5 (2H, d) , 

6. 6 5 (2 H, m) , 7. 0 - 7. 3 (5 H, m) , 

7. 5 3 (1 H, d) , 7. 6 5 ( 1 H, m) , 

8. 5 8 (1 H, m) 

(FAB) 3 5 9 (M + +1) 

20 ##0J 1 3 - B 

#%#J1 2 - BtmmclT, 1- (4 YuKyVJ Jl) - 
5 - (3 - t°l) =f-)\,) - 2, 3, 4, 5-fh7bKD- 
1H-1, 5 -KyVVT-e t°> 1. 05g«fc<9, 1- (4-7; 
JKy*/4M -5 - (3 - t°U f J)M i-Jl) -2, 3, 4, 5- 
25 t h7t Kd- 1 H- 1, 5 -K^VVT-e h°>7 0 OmgSrffrtio 
*Ift**Wh;KCDCl,, TMSrt»**> 
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6 8 



S : 1. 


7 8 


( 1 H, 


b) , 


1 . 


9 7 


( 1 H, b) , 


2. 


8 2 


(1 H, 


b) , 


3. 


1 4 


( 1 H, b) . 


3. 


3 6 


(1 H, 


b) , 


4. 


3 0 


( 1 H. d) , 


4. 


5 5 


(2 H, 


m) . 


6. 


3 4 


(2 H, d) , 


6. 


7 0 


(2 H, 


s) , 


7. 


0 - 


7. 3 (5 H, m) , 


7. 


7 9 


(1 H, 


d) , 


8. 


5 4 


( 1 H, b) , 


8. 


6 5 


( 1 H, 


b) 









li^n^KFAB) 3 5 9 (M + +1) 
#%#J 1 4 - B 

10 1 2 -BtmmzlT. 1- (4--Fo^>^;b) - 

5 - (4 - fU 'Jfrjt *f-)V) - 2, 3, 4, 5-f h7tKn- 
1H-1, 5 -KyVVTWyi 3 0mg«t0, 1- (4-7S 
y<>V>f - 5 - (4 - t 6 l> 9 A,/ - 2, 3, 4, 5- 

r- h7h Ko- 1 H- 1. 5-^>'/^T-feft°>5 6 Omg^lfc, 

15 ttttft****** h;U (CDC 1 , , TMSflSBMSS) 

5:1. 83 (1H, b), 2. 03 (1H, b), 

2. 8 7 (1 H, b) , 3. 16 ( 1 H, b) , 

3. 4 1 (1 H. b) , 4. 3 0 (1 H, d) . 

4. 5 7 (1H, d) , 4. 6 8 ( 1 H, b) , 
20 6. 3 5 ( 2 H, d) , 6. 6 9 (2 H, d) . 

7. 0 - 7. 1 (3H. m) , 7. 3 6 (2H, d) , 

8. 5 6 (2 H, d) 
fl7^^h;l/ (FAB) 3 5 9 (NT +1) 

1 5 - B 

25 *#T, 4, 5-^tKo-lH-l, 5 -OVi?T-et'>- 

2 - (3 H) -*>1. OgCDN, N-i?y KM 



WO 94/20473 



PCT/JP94/00391 



3 0ml izv^mti- b U »7 A 5 4 0 m g £fln*., 2K#T 3 0 £, M 

tfuy 5>>*MMIi. 0g£fln;L, mifajt^L^ RJ5»^ 
5 o*ii/A**tt, |&ft*tt*ifeL, 

flt$l£ 0 ^dd^w^ ^y-;i//T>*-T7K= 2 0/1/ 

0. lT'm&ZtlZmft&K), 1- [2- ( 1 - tfo U x 
^3-4, 5 -i?k Ko- 1 H- 1, 5-<yV ! J7-b'\f>- 2 
10 - <8H) -*>1. 6 g^/io 

^i^lx^^ (CDC 1 s , TMSl*i««i*) 

6:2. 4-2. 5 (6H, m) , 2. 6 6 (2 H, m) , 
3. 6 4 (2 H, t) , 3. 9 8 (2 H, t) , 
6. 9 0 (1 H, d) , 7. 0 - 7. 1 (2 H, m) , 
15 7. 2 5 ( 1 H, m) 

(FAB) 2 5 0 (M + +1) 

m^w 1 6 - B 

##091 5 -Btl«i:LT, 4, 5-S>fc Kn-1H-1. 5 
-/<>'/v?T-tft 0 >- 2 - (3H) Ogil- (2-? 

20 nnxfW b 0/ < "J 5* 1 . 16g<fc*>, 1- (2-fcWJ 
S?yxf-;U) -4, 5-^bKo-lH-l, 5 -KyWrM t° 
>- 2 - (3H) -*>1. 68g£*i£o 
^ffiSm*HX^^ (CDC 1 , , TMSrt***) 
6:1. 2 5 (2H, b) , 1. 3 9 (6 H, m) , 
25 2. 3 7 ( 2 H, b) , 2. 4 6 (4 H, m) , 

3. 6 9 (2 H, t) , 3. 9 5 (2 H, t) . 
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7 0 



6. 91 (1H, d), 7. 0-7. 1 ( 2 H. m) . 

7. 3 0 ( 1 H, d) 

h)l (E I ) 2 7 3 (NT ) 
#%#J 1 7 - B 

5 &mmi 5 -B<t|el«HcLT. 4, 5-ytKa-lH-l, 5 

-< % s % / s J7M\*y- 2 - (3H) -*>1. Ogil - (3-* 
no 7 a t e ;U) b°^'J ^>i£®igl. 2 2gcfc«9, 1 - ( 3 - 
'J vV7ot*;U) - 4, 5-^tKo-lH-l. 5— 'O'/S^T 
4ff>-2 - (3H) 7 7 g£*#fc 0 

10 eraSl****** h;l/ (CDC 1, , TMSrtfiMMI) 

5:1. 38 (2H, b). 1. 5-1. 6 (4 H, m) , 

1. 7 2 (2 H. m) , 2. 2 9 (6 H, m) , 

2. 4 9 (2 H. t) . 3. 7 4 (2 H. t) , 

3. 8 7 (2 H, t) , 6. 8 4 ( 1 H, d) , 

15 7. 0 - 7. 1 (2 H, m) , 7. 2 0 ( 1 H, d) 

fl^n^KFAB) 2 8 3 (NT +1) 
1 8 - B 

#^J1 5 -KtmUKLT, 4. 5— v*tKo— 1H-1, 5 
-OVi?TW>-2- (3H) 0gi2-i?yf;l/ 
20 Ti yxf/^D^'f Kttttttl. 05g«k«9, l-(2-v^f- 
;l/7iyx^) -4, 5-ytKa-lH-l, 5-<yV 9 JT 
4ft c >-2- (3H) -*>1. 1 2 
ttffltft***'** h/U (CDC 1 , . TMSrt««H*) 
<5:2. 2 3 (6 H, s), 1. 4-1. 6 ( 4 H, m) , 
25 3. 6 - 4. 0 ( 4 H, m) , 6. 8-7. 3 (4H, m) 

gfiX^? (EI) 2 3 4 (M + ) 
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7 1 



#%0J 1 9 - B 

*M*m 5 - B ilsj^lfc tT, 4, 5-yhKa-lH-l, 5 
-OV'JT* £>- 2 - (3H) -*>1. 0gi2-yif^ 
7 $ yx^o7>f KttW£l. 67g<J;«9, l-(2-^xf- 
5 ;l/7 S J - 4 , Kn-lH-1, S-'OVJT 

Hfb e >-2- (3H) 3 9g4Ht 

IK**^? h;l/ (E I ) 2 6 1 (M + ) 
#%0J 2 0 - B 

1 5 -Btmmzl-Z, 4, Ka-lH-1, 5 

10 -OVVTM t'y- 2 - (3 H) -*> 1. 0 gt 2 -i?4VZf 
a t'JVT i yxf/^D7^ Kttttttl. 94g«fc<9, l-(2- 
^7^ne;l/7;;xf;|/) -4, 5 -v?t Kn- 1 H- 1, 5 
-KyVVTMVy- 2 - (3 H) -*> 0. 8 5 g 
hKEI) 2 8 9 (M + ) 
15 2 1 - B 

##fl|l 5 -Bt|S|Si:lT, 4, Kn-1H-1. 5 

-K>y^74f h°>- 2 - (3H) -*y4. 9gt2-^otft 
®xf-;U5. Ogcfcti, 4, 5-^tKo-lH-l, 5-^/ 
v?7Hfh">-2- (3H) -t>-l-^Kxf;l/5. 9g^Hfco 
20 (CDC 1 , , TMSrt*8UtO 

6:1. 2 9 (3 H, t) , 2. 6 1 (2 H, t) , 

3. 7 8 (2 H, t) , 4. 2 4 (2 H, q) , 

4. 4 5 (2 H, s) , 6. 8 8 (2 H, d) , 
7.0-7. 1 (3 H, m) 

25 fl^^h/l/ (FAB) 2 4 9 (NT +1) 

##0J 2 2 - B 
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7 2 



4, 5-ytKn-lH-l, b-OVi?7W>- 2 - (3H) 
-*y- l -g^g?xf-;U5. 9 g©x^ 7 ~;u*ft 1 2 OmlClN 
*IMt^ h U * AtK&$ 2 4ml £flQ/L. MT 3 HFm^Lt. 
*tt*fi*L^«. &ff«Dfc*. lNM2 4ml^Mfci, ? 

*8S»v^i/»>Al?«:*», *«E*S*L. 4, 5-^tKo- 
1H-1. 5 -<V*/ S JT*£ t e >- 2 - (3H) -*>-l-ft$ 
1 8 0mg£*#fc o 
8ttSl*«X^? hJl (DMSO-d, , TMSTOi) 
10 6 : 2. 5 1 (2 H, t) , 3. 6 9 (2 H, t) , 

4. 3 0 (2 H. s) . 6. 9-7. 0 (2 H, m) , 
7. 0-7. 1 (2 H, m) 
IiX^h;KFAB) 22 1(M + +1) 

m^m 2 3 - b 

15 4, 5-v?t Ko- 1 H-l, 5— <>!/5>7-tf £>- 2 - (3H) 

1 -#&1 g, 1 - t b'a*i/OVb U7 % /-*5 7 0 
mg, 1 -xf;l/- 3 - (3 - ^W; y^o tVl/) *7;W#v* 
>T i b'ffimi 70rag©f h5k Kd7 7>*I2 OmlCl- 
yf;btX7i?> 4 0 0mg£jD/L, MSTT 1 smmfiLWlfro 

»ttt*S±L, 1- (4-yf;l/-l-kX7> ! -^) #>>l/tf 
•=.;Mt^-4, 5 -i?t Kd- 1 H- 1, 5— ^>'/^TH?tf> 
-2- (3H) -t> 7 9 0rag^#t, 
25 ««»*"«^^^ hA> (CDC 1 s , TMSrtW**) 

5:2. 31 (3H, s), 2. 4-2. 5 (4 H. m) , 



WO 94/20473 



PCT/JP94/00391 



7 3 

2. 6 2 (2 H, t) , 3. 5 3 (2 H, b) , 

3. 6 6 (2 H, b) , 3. 7 6 (2 H, t ) , 

4. 5 8 (2 H, s) , 6. 8 8 (2 H, d ) , 

7. 0-7. 1 (2 H, m) , 7. 2 0 ( 1 H, d) 
5 li^n;l/ (FAB) 3 0 3 (NT +1) 

#%0J 2 4 - B 

#%#J2 3 -Bil^tBfcLT, 4, 5 - S>' fc K a - 1 H - 1 , 5 
-KyVVT-Ws- 2 - (3H) -*>- 1 g. 4-^ 
^ f-;U7 $/t o ^'J^>5 10mg<fc<31- (4 - */U7 i J 

io e^y jv> *7;u**-;M?-;i/- 4, 5-^tKo-iH-i, 5 

-OVVT* \£> - 2 - (3H) -t>7 1 Omgiifc, 
ttttft^iftX^^ (CDC 1 , , TMSrtffiSWM 

6:1. 4-1. 6 (2 H, m) , 1. 8-1. 9 (3H, b) , 

2. 2 9 (3 H, s) , 2. 3 - 2. 4 (1 H. m) , 
15 2. 6 - 2. 7 (3 H, m) , 3. 0 9 (1 H, t) , 

3. 7 6 (2 H, t) , 3. 8 6 ( 1 H, d) , 

4. 5 - 4. 6 (3 H. m) , 6. 8 8 (2 H, d) , 
7. 0 - 7. 1 (2 H, m) , 7. 2 0 (1H, d) 

giWhil' (FAB) 33 1 (NT +1) 
20 #%0»J 2 5 - B 

##0J2 3 -BtmmizLT, 4, Ka-1H-1, 5 

-W?7H?tf>-2- (3H) -*>-l-ftilg. 4-t° 
^ U 5? y 'J v > 6 7 0 m g <fc K> 1 - ( 4 - t 0 ^ U f J J ^< 'J 
y) rt;L,5j-:^;M *■;!,- 4, 5-^tKo-lH-l, 5 -OV 
25 t°>- 2 - (3 H) -*> 9 3 Omg^it 

«8»**^^h^(CDCli , TMS«i) 
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7 4 



6:1. 4-1. 5 (3 H, m) , 1. 5-1. 6 (4 H, m) , 

1. 7-2. 0 (4H, m) , 2. 4-2. 5 (4H, m) , 

2. 6-2. 7 (3 H, m) , 3. 0 6 ( 1 H. t) , 

3. 7 6 (2 H, t) , 3. 8 6 ( 1 H, d) , 
5 4. 5 5 ( 2 H, s) , 4. 6 5 ( 1 H, d) , 

6. 8 8 (2 H, d) , 7. 0-7. 1 (2 H, m) , 

7. 2 0 (2 H. d) 

§t»X^* bfr (FAB) 371 (NT +1) 
#%0J 2 6 - B 

10 lM*'7>-fh7tKo7 7>M40mli:, 1 - [ 2 - ( 1 

-fnUyiA) xf;P] -4, 5-^tKo-lH-l, 5 -K 
>V f JT-V £>- 2 - (3H) 6gOfh7bKn77 
>^10ml», 3 8$|iaao$lS«EL*:, ft^ft, >*y-;U 
6 m 1 £2JD>LMST 3 0^, 6 m 1 £2JDX. 3 0 #fln&M 

15 Sttfco M^iLfct, Mf**fc»l»U ^x^Ujl-x^ 

20 -;u/r >^-7tK= l 0/ l/o. l T-*gm$n&ii#J;i3, 1 
- [2- (1 -t°D»J xf;H -2, 3, 4, 5-fh? 

tKo-lH-1, 5 -0*/9TW % s 1. 18g«r1i^o 
»8«*»Wh;KCDCl,, TMSrt«P«m) 
5:1. 8-1. 9 (8 H, m) , 2. 58 (2 H, b), 
25 2. 7 4 ( 4 H, t ) . 3. 1 5 (4 H, m) . 

3. 4 0 (2 H, t ) , 6. 6 5 (2 H, d) , 
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10 



15 



20 



6. 7 - 6. 8 (2 H, m) , 6. 9 1 (1 H, d) 
WnX'V? bJl (FAB) 2 4 6 (NT + 1) 
2 7 - B 

#%0J2 6 -BtmmzlT, 1- (2 - f^'J ^yxf;b) - 
4, 5 -5* t Ko- 1 H- 1, 5 -*C>*/5>7-tf£>- 2 - ( 3 H) 
-*>1. 6 8g«fc«9, 1- (2-tXU^;xf;l/) -2, 3,, 
4, 5-f h7t Ko-lH-1, 5 -K>7v?7-bfb°> 1. 3 1 

Sffi^l^? h;U (CDC 1, , TMSrtW) 
6:1. 4 4 (2 H, m) , 1. 5-1. 6 (4 H, m) . 

1. 8 5 (2 H, t) , 2. 4 5 (4 H, b) , 

2. 5 8 (2 H, t) , 3. 14 (4 H, q) . 

3. 3 5 (2 H, t) , 6. 6 4 (2 H, d) , 

6. 7 - 6. 8 (2H. m) , 6. 9 1 (1 H, d) 
M**^? h ^ (EI) 2 5 9 (M + ) 

mnm 2 8 - B 

#%0J 2 6 - B tmmz LT, 1 - ( 3 - 'J 5? J Zfv t'Jl) 
-4, 5-^bKo-lH-l, 5-OVv>7Hfh°>- 2 - (3H) 
-*>1. 77gi!3, 1 - (3 -h°<U ^ot'W - 2, 3, 
4, 5-fh7t Kd-IH-1, 5 -^yy>?7-trh 0 > 1. 0 6 

mmn&mx'V? h;u (cdc 1 , , tmsiw^o 

5:1. 4 4 (2 H, b) , 1. 5-1. 6 (4 H. m) , 

1. 8 - 1. 9 (4 H, m) , 2. 3 8 (6 H, b) , 

3. 1-3. 2 (6H, m) , 6. 64 (2H, d) , 

6. 7-6. 8 ( 2 H, m) , 6 . 8 8 ( 1 H, d) 
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7 6 



IlX^^ (FAB) 2 7 4 (M' + 1 ) 
##0J 2 9 - B 

###]2 6 -BtmmzlT. 1 - (4 -Jf-fr- 1 - t°^7 
-;u) ^;l/-4, 5-^ t Kd - 1 H - 1, 5-^>V 

5 i?T4ft°>-2- (3H) -3f> 7 3 0 mgcfc«9, 1- [2- (4 
- / f-JU- 1 - t°^<7 x^;U] - 2 . 3, 4. 5-f hv 

bKo-lH-1, 5 -K'sV-JT-e t°> 6 0 Omg^ifc, 
ttttSUHcq**** (CDC 1 s , TMSrt«5«i¥0 
5 : 1. 8 5 (2H, t) . 2. 2 9 (3H, s) . 
10 2. 4 - 2. 6 (8 H, b) . 3. 1 5 (4 H, t) , 

3. 3 3 (2 H, t) , 6. 6 4 (2 H, d) , 
6. 7 - 6. 8 (2 H, m) , 6. 9 1 ( 1 H, d) 
RiWfJl/ (FAB) 2 7 5 (M + +1) 
#%0J 3 0 - B 

15 ##0>J2 6 -BtmmzlT, 1 - (4 - ; J/=f-)V7 I J t°^'J 

VJ) turn-Jltf-fr-A, 5-5>t Ko- 1H- 1. 

f>- 2 - (3 H) 0 OmgcbD, 1 - [ 2 - (4 

-v?yWi;tX"Jv?;) xf;l/] -2, 3, 4, 5-f 
t Kd- 1 H- 1, 5 -<>7v?7-tft'>6 0 Omgtrllfco 
20 K«X^ (EI) 3 0 2 (M + ) 

3 1 - B 

#%#|2 1- (4 - t'^V t°^U vV) 

*;H*.=jM 4, 5 - ! J t Kn - 1 H - 1 , 5 S?7 

■feff>-2- (3H) -^>900mg<k«9, 1- [2 - (4-t° 
25 K\) : JJ fXU ) xf;l/] - 2, 3, 4, 5-fh7bFo- 
1H-1, 5 — ^>'/S?T-t?fcT> 8 3 0 mg£^fco 
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ttBa***** WU (CDC 1 » . TMSrtTO^) 
6 : 1. 4 3 ( 2 H. b) , 1. 5 - 1. 6 (6 H, m) , 

1. 7 - 1. 9 (4 H, m) 2. 0 2 (2 H, t) , 

2. 2 8 (1H, t) . 2. 5 1 (4H, b) . 
5 2. 5 7 ( 2 H, t ) , 3. 0 3 (2 H, d) , 

3. 1 5 (4 H, m) , 3. 3 4 (2 H, t) , 

6. 6 4 (2 H, d) , 6. 7 - 6. 8 (2 H, m) . 
6. 9 1 (1H. d) 
Il^^h^ (FAB) 3 4 3 (M + +1) 
10 # 3 2 - B 

TMUkU f-^AT^S-^A 3 10mgOfh7tKD77>S 
UlclOmli:, 1- (2-i?yf^7;/xf;W -4, 5 - P t 
Kn-1H-1, 5— 0*/S?T-tf t°>- 2 - (3H) -*>9 6 0 
m g ©t* h -7 t Kn7 5 10ml ^JQ^., 2 4 B^F^Jn^jtiK 

15 Lfco y ^;-^M^s*Lfc, Sjgtciaia^k 

*a*U 1- (2-y^f;l/7;yif/l/) -2, 3, 4, 5- 
fh7th'a-lH-l, 5 -0'/i>'7-tft 0 >6 0 Omg^it 

20 #*0J 3 3 - B 

mnmz 2 -B£|1M$ICLT, 1- (2-5?xf;l/7Wxf/l/) 
-4, 5-ytKo-lH-l, 5-^>V^T-tft°>- 2 - (3H) 
-*:/l. 3 8 g 1- (2-yxf;b7WxfW -2, 3, 

4, 5-fh7k Kd-IH-1, 5-^>'/We>i2 5g 

25 £&fco 

h^U (CDC Is , TMSrt««ip) 
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6:1. 0 8 ( 6 H, t ) , 1 . 7-2. 0 ( 2 H, m) , 

2. 6 8 (4 H, q) , 2. 8 0 (2 H, m) , 

3. 15 (4 H, t) , 3. 3 7 (2 H, m) , 
6. 4-7. 0 (4 H, m) 

5 %mx<? h;U (E I ) 2 4 7 (M + ) 

##00 3 4 - B 

#3T0J3 2 - B tmmzlT, 1 - (2 V7nt°)l7 Z J 

xf-;U)-4, 5-ytKn-lH-l, 5 -O V : JT*f £>- 
2-(3H)-^>850mg«k*9, 1- (2 VZf a t')l7 

10 $ ^ xf-;l/) - 2 , 3, 4, 5 -f h5t K o - 1H - 1, 5 -K 
>*/>J7W> 8 3 0mg£*ffco 
^58tm*?|X^^ h;U (CDC 1 s , TMSrtMUg) 

5:1. 10 (12H, d), 1. 8-2. 0 (2 H, m) , 
2. 7 4 (2 H, m) , 3. 0 - 3. 5 (8 H, m) , 
15 6. 4 - 7. 0 (4 H, m) 

KSX'*? hJl (E I ) 2 7 5 (M + ) 
3 5 - B 

2K#T, 1- [2- ( 1 - t°n U i^;U] -2, 3, 4, 

5-f h7t K o — 1 H - 1 , 5 -'0'/^T-trt 0 > 1. 1 8gi 
20 hiJxf^/7;>0. 67mlO^^na^>M20rali:4 

Aft; ^^S±L^o M^y'J*m7A^o7^77 

25 ^--e^isiL^o ^od^w^ *y-;u= 3 o/i-ei§tfj£ft 

£Ii£<fc£, 1- (4 ho07^;l/) -5 - [2- (l-t° 
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p)Jv?i;l/) if;|/] -2, 3, 4, 5 -x h 7 t Ko - 1 H - 1 , 
5 -K>'/^7Hff> 1 . 8 lg»o 

(CDC 1 « . TMSrtSB^it) 
5:1. 64 (2H, b), 1. 8-1. 9 (4H, m) , 
5 2. 0 9 ( 2 H, b) , 2. 6 1 (4 H, d) , 

2. 7-2. 9 (3 H. m) , 

3. 1-3. 3 (2 H, m) , 

3. 4- 3. 5 (2H, m) , 4. 6 4 (1H, b) , 

6. 5 5 (2 H, m) , 7. 0 0 ( 1 H. d) , 
10 7. 1 (1 H, m) . 7. 4 1 (2 H, d) , 

7. 9 6 (2 H, d) 
liX^^h;!/ (FAB) 3 9 5 (M + +1) 

m^m 3 6 - b 

#wj3 5-Btmmzix, i- (2 - t°^u ^xfi) - 

15 2, 3, 4, 5 -x h-7 t Ko- 1 H- 1 , 5 > ViSTii t°> 
1. 3g£«9, 1- (4 hn^>y-i';U) -5- (2-fcXU 
i?yxf;l/) -2, 3, 4, 5-f h?k Kn-1H-1, 5 
>Vv?7-tf t°V 1. 5 6g^ifc 0 
^ra^llX^ (CDC 1 s , TMSrtMTO 

20 5:1. 4 5 (2H, b) , 1. 6-1. 7 ( 4 H, m) , 

1. 8 7 (1 H, b) , 2. 0 8 (1 H, b) , 

2. 4 9 (4 H, b) . 2. 6 - 2. 7 (2 H, m) , 

2. 8 8 (1H, m) , 3. 1 5 ( 1 H, m) , 

3. 2 9 (1 H, m) , 3. 5-3. 6 (2 H, m) , 
25 4. 6 6 ( 1 H, m) , 6. 5 6 (2 H, m) , 

7. 0 0 (1 H, d) , 7. 1 (1 H. m) , 
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8 0 

7. 4 1 (2 H. d) , 7. 9 8 (2 H, d ) 
(FAB) 4 0 9 (M' +1) 

#%0J 3 7 - B 

m^m 3 5 - b tmmz lt, i - c 3 - e<< u v> j zfa t°;u) 

5 -2, 3, 4, 5 -7- h7t Ko- 1 H- 1, 5 -^>'/^7-trh° 
>1. 0 6g«k«9, 1 - (4 buK>V<<Jl) - 5 - (3 - f 
^U^yyof;!/) -2, 3, 4, 5-rh7bKa-lH-l, 
5 -OV'ST* t°> 1. 5 5g£*§fc 0 
»»Sl**^n;KCDCI,, TMSrt«S«l*) 
10 6 : 1. 4 4 ( 2 H, b) , 1. 5 9 (6H, m) , 

1. 8 6 (3 H, b) , 2. 0 8 ( 1 H, b) , 

2. 3-2. 5 (4H, b) , 2. 8 3 ( 1 H, m) . 

3. 1 4 (2 H. m) , 3. 3 8 ( 1 H, m) , 
3. 4 9 ( 1 H, m) , 4. 6 3 ( 1 H, m) , 

15 6. 5 6 ( 2 H, m) , 6. 9 7 ( 1 H, d) , 

7. 1 1 ( 1 H, m) , 7. 3 7 (2 H, d) , 
7. 9 9 (2 H, d) 

(FAB) 4 2 3 (M + +1) 

3 8 - B 

20 #%0J3 5 -BtmmzlT, 1 - [2 - (4 - 1 - t° 

/<-7 v?-;l>) ifA] - 2 , 3, 4, 5-fh7h Kd-IH-1, 
5 -KyVVn£\£y% 0 Omg «fc«3, 1- [2- (4-^f;l/- 
l-f^^v 5 -^) xf;b] -5 - (4 \>vK>V4Jl) -2, 
3, 4. 5 -r h5 t Kd- 1 H-l, 5-^>y^T4ff> 7 2 0 

25 mgWwo 

hfl (CDC 1 , , TMSrt^i) 



WO 94/20473 



PCT/JP94/00391 



8 1 



A • 1 Q 7 
0.1. Of 


kin, m; 


0 

♦ £ . 


ft 0 / 1 U rrk\ 


2. 2 8 


(3H, s) 


, 2. 


4-2. 7 ( 1 0 H, m) , 


2. 9 1 


(1H, m) 


, 3. 


16 ( 1 H, m) , 


3. 2 8 


(1H, m) 


, 3. 


5 4 (2 H, m) , 


4. 6 4 


(1H, m) 


, 6. 


5 6 (2 H, m) , 


6. 9 7 


(1H, d) 


, 7. 


11 ( 1 H, m) . 


7.3 9 


(2H, d) 


, 7. 


9 7 (2 H, d) 


MX^t hfr (FAB) 


4 2 4 


(M + +1) 



# nm 3 9 - b 

10 ###13 5 -Vtm®.KLX. 1- [2- (4 -i?J3-)lT i J 

t'^y SV) - 2, 3. 4, 5-fh7kKn-lH-l, 5 
>yi?THff>8 0 Omgit), 1- [2- (4-^^f;l/7U 
fcXiJ xf;l/] -5 - (4 YuKy -2, 3, 

4, 5-fh7tKo-lH-l, 5 -K>*/i?T-& b"> 5 1 Omg 
15 Z'&tto 

ttfflfcl***'** (CDC 1 s , TMSrt$tg*P) 
6:1. 86 (2H, d), 2. 0-2. 2 (6 H, m) , 
2. 2 5 (6 H, s) , 2. 6 3 (2 H, m) , 

2. 9 1 ( 1 H, m) , 3. 0 4 (2 H, m) , 
20 3. 1 5 ( 1 H, m) , 3. 2 6 ( 1 H, m) , 

3. 5 3 (2 H, m) , 4. 6 3 ( 1 H, m) , 
6.5 6 (2H, m) , 6. 9 7 ( 1 H, d) , 
7. 1 1 ( 1 H, m) , 7. 3 9 (2 H, d) , 
7. 9 7 (2 H, d) 

25 It^^^h^ (FAB) 4 5 2 (M + +1) 

#%0IJ 4 0 - B 
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##W3 5 -BtmffilzlX, 1 - [2 - (4 - tXU : JJ fcX 
U 5>y) - 2, 3, 4, 5-fh7tKo-lH-l, 5 

-K>y^T-lfh*>8 8 Omg «k «9 . 1- ( 4 h n^>y^;U) 

-5 - [2- (4 - tr^y v?y t°^>j xx;i/) -2, 3, 4, 

5 5 -7- by t Ko- 1 H- 1, 5 -OVx7-tf t°>8 9 Omg^ 

X*** h;U (CDC 1 s , TMSrt«*tH) 
(5:1. 3-2. 3 (16H, m), 2. 67 (2H, b), 
2. 8 9 (1 H, m) , 3. 0 - 3. 6 (9 H, m) , 
10 4. 6 1 (1H, m) , 6. 5 8 (2H, m) . 

6. 9 7 (1 H, d) , 7. 1 3 (1 H, m) , 

7. 3 7 (2 H, d) , 7. 9 7 (2 H, d) 
IiWh;KFAB) 4 9 2 (M + +1) 

#^0J 4 1 - B 

15 #%0O3 5 -Btm&lCtT, 1- (2-i?^f;l/7;;x^) 

-2, 3, 4, 5-fh5tKD-lH-l, 5 -OV^T-V h° 
>600mgJ;<9, 1- (2 - i^yf ;l/7; Vif -5 - (4 
--NK//^!/) -2, 3, 4, 5-ft>7tKo-lH-l, 
5 - '<> t /We>5 1 0mg» 

20 #%0J 4 2 - B 

3 5 - B £|h|J£{C LT, 1 - ( 2 - v^Xx^T i J x x ;l/) 
-2, 3, 4, 5-fh7tKP-lH-l, 5 -^>7^7-t?t° 
>1. 2 5g £ kt), 1- (2-i?xf;b7;;xf/l/) - 5- (4 
-ji hn^>yV;U) -2, 3, 4, 5 -x h7 t Kd- 1 H- 1 , 

25 5 -s<>>/i?7ift 9 >Q. 9 g^ilfc. 

SSX^^ (EI) 3 9 6 (NT ) 
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4 3 - B 

#%0J3 5 -Btmm^lX, 1- (2 - *J4 V7n t°)l>7 i J 
xf-;l/) -2, 3, 4, 5-fh7kKo-lH-l, 5-^>7 
V7M\£y% 3 0mg«fc<9. l-(2 - S?>f V 7n hVUT iVxf 
5 ;U) - 5 - (4 hoK>v*>r;U) - 2, 3, 4, 5-fh7b 
K o - 1 H - 1 , 5 -OVi?7±* b e >6 1 OmgBt 
(EI) 4 2 2 (NT ) 

##0J 4 4 - B 

1- (4-;ho/<>7>f;l/) -5 - [2- (l-t'D'J^) 
10 x^;U] -2, 3, 4, 5-fh7tKo-lH-l, 5 -OV 
i?7H?e>l. 8g, 1 O^^OA^f 1 8 0mg©ftM 

v?xf;l/X-f;«U 1- (4 -75 -5 - [2 

- (l-b'DU^l/) xf;l,] -2, 3, 4, 

- 1 H- 1 , 5 -OV'JTWs 1. 4 4g£*#fc 0 
*Bft*»7^HKCDCli. TMSrtWi*) 

20 (5 : 1. 6 4 ( 1 H, b) , 1. 7 9 (6 H, b) , 

2. 0 2 ( 1 H, b) , 2. 6 0 (3 H, b) , 

2. 9 0 ( 1 H, b) , 3. 16 ( 1 H, b) , 

3. 2 9 ( 1 H, b) , 3. 5 5 ( 1 H, b) , 
3. 7 0 (2 H, s) , 4. 5 8 ( 1 H, b) , 

25 6. 3 8 ( 2 H, d) , 6. 6 0 (2 H, m) , 

6. 9 6 (2 H, d) , 7. 1 1 (3H, m) 
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liX^^hl^ (FAB) 3 6 5 (M + +1) 
##0'J 4 5 - B 

*M*0J4 4 -BtlTOtcLT, 1- (4--=.hn'O*/-Ol0 - 
5 - (2 -t°^>J y;xf^) - 2, 3, 4, 5-fh7bh'o- 
5 1H-1, 5-K//-/7t'f>l. 55g«kf), 1 - (4 -7 S 
^OV^fJl) -5- (2 - t°^U ! JJ xf;l/) -2, 3, 4, 5 
-fh7th'n-lH-l, 5 -OVi?7W> 1. 2 3g£*# 

^1^17^^ h;l/ (CDC 1 i , TMSrtSfM£i?i) 
10 6 : 1. 4 4 ( 2 H, b) , 1. 5 9 (6H, s) , 

1. 8 2 ( 1 H, b) , 2. 0 2 ( 1 H, b) , 

2. 4 8 (3 H, b) , 2. 8 9 ( 1 H, b) , 

3. 16 ( 1 H, b) , 3. 3 0 ( 1 H, b) , 
3. 5 1 (2 H, b) , 3. 6 9 ( 1 H, b) , 

15 4. 5 9 ( 1 H, b) , 6. 3 8 (2 H, d) , 

6. 6 0 (2 H, d) , 6. 9 6 (2 H. d) , 

7. 0 7 (3 H, m) 

M*'*:? h;U (F AB) 3 7 9 (M + +1) 
##0J 4 6 - B 

20 #%0J4 4 -BtmmiZlT, 1 - (4 --hPO-AOl/) - 

5 - ( 3 - fcf^ U *J y 7n h*;l/) - 2, 3, 4, 5-f h?tFn 
- 1 H - 1 , 5 -<>y^7-tft°> 1. 5 5gJ;«9, 1-C4-7 
-5 - ( 3 - fc'X'J 9 J -fu h°;U) -2, 3, 4, 
5-fh7bKa-lH-l, 5 -<>'/^7^ t°> 9 8 0 mg^ 

25 mtio 

mmn&mx^t h;u (cdc 1 s , tms^sb^) 
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• 1 

0.1. 


A 9 
1 0 


v. l n , 


d ; , 


1 

1 . 


o y 


( A U 

v. 4 rt, 


m; 


1. 


8 - 


2. 0 


(2 H, 


b) 


, 2. 


0 1 


( 1 H 


2. 


3 7 


(6H, 


b) , 


2. 


8 2 


(1H, 


b) 


3. 


1 4 


(1 H, 


b) , 


3. 


3 5 


(1H, 


b) 


3. 


4 8 


(1 H, 


b) , 


3. 


7 0 


( 2 H, 


s) 


4. 


5 7 


(1 H, 


b) , 


6. 


3 8 


(2H, 


d) 


6. 


6 1 


(2H, 


d) , 


6. 


9 5 


(2 H. 


d) 


7. 


0 7 


(3H, 


m) 











M*'*? bJl (FAB) 3 9 3 (M + + 1) 



10 #^0J 4 7 - B 

mnm* 1 - [2 - u-jm-i-t' 

xf-;U] -5 - (4 ha^>y>f;U) -2, 3, 
4, 5-f h7kh'n-lH-l, S-KyVVTWy 7 0 0 m g 
£0, 1- (4-7;M^;b) -5- [2- (4-^f;l/- 
15 l-tX7^) xf;P] -2, 3, 4, 5-f h5tKa- 
1H-1, 5 -^VVi?T4f t°> 5 1 0mg£i#fc o 
BBSl***^* (CDC 1 s , TMSrtSPTO 
<5 : 1. 6 4 (4H, s) , 1. 8 2 ( 1 H, b) , 

2. 0 3 (1 H, b) , 2. 2 8 (3H, s) , 

20 2. 4 - 2. 7 ( 5 H, m) , 2. 89 (1H, b), 

3. 17 ( 1 H, b) , 3. 2 9 ( 1 H, b) , 

3. 5 4 (2 H, b) , 3. 7 1 ( 1 H, b) , 

4. 5 9 (1 H, b) , 6. 3 8 ( 2 H, d) , 
6. 6 1 (2 H, d) , 6. 9 5 ( 2 H. d) . 

25 7. 0 7 ( 3 H, m) 

Il^n^ (FAB) 3 9 4 (M + +1) 
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10 



15 



20 



25 



#%0J 4 8 - B 

##0|J4 4 -BtmmiZlT, 1 - [2 - (4 - V/*J\,7 i J 
\>WJJ) x^;H -5 - (4--hoO , /'f;l/) -2, 3, 
4. 5-fh7t Kd-IH-1, 5-^>7v7-t? t°> 5 0 0 mg<fc 
t), 1- (4 - T; J<yV4M - 5- [2- (4-^5^7 
;;tXiJ-;y) xf;P] -2, 3, 4, 5 -x h 5 b Ko - 1 H 
-1, 5- / O < /^7^k , > 2 8 0 mg^, 

h;U (CDC 1 s . TMSrtaPSWS) 
5:1. 5 6 (4 H, m) , 1. 8 0 (2 H, d) , 



2. 0-2. 2 (4H 

2. 6 1 (2 H, t) 

3. 0 3 (2 H, d) 
3. 2 9 (1 H, b) 
3. 7 1 (1 H, s) 
6. 3 8 (2 H, d) 
6. 9 5 (2 H, d) 



m) . 2. 2 7 (6 H. s) , 

2. 8 9 (1 H. b) , 

3. 16 ( 1 H, b) , 

3, 5 4 ( 1 H, b) , 

4. 5 9 (1 H, b) , 

6. 6 1 (2 H, d) . 

7. 0 7 (3H, m) 
4 2 2 (M + + 1) 



WAX^t b>l (FAB) 
4 9 - B 

###J4 4 -B tmmizLT, 1- (4--hnOV^;U) - 
5- [2- (4-f^U *JJ t'K*) *JJ) xf-;l/] -2, 3, 4, 
5 -f h5 t Ko - 1H - 1. 5 -<>Vi?7-e t°>8 3 Omg «fc 
0, 1- (4-7$M>7-f^) - 5- [2- (4-t°^'JvV 
t'^'J ) x^;U] - 2. 3, 4, 5-fh7tKo-lH-l, 
5 -'07v>7-tft , > 6 2 0 mg£i#*:o 

fcHM&qlX^ h;l/ (CDC 1 8 , TMSrtfiPTO 
6:1. 4 4 (2 H. b) . 1. 6 1 (4 H, b) , 
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1. 8 0 (2 H, m) , 2. 0 5 (2 H, b) , 

2. 3 1 ( 1 H, b) , 2. 5 2 (3 H, b) , 

2. 6 1 (2 H, s) , 2. 8 9 (1 H, b) , 

3. 0 4 (2 H, d) , 3. 16 ( 1 H, b) , 
5 3. 2 6 ( 1 H, b) , 3. 5 3 (2 H, b) , 

3. 7 2 (1 H, s) , 4. 5 8 ( 1 H, b) , 

6. 3 8 (2 H, d) , 6. 6 1 (2 H, d) , 

6. 9 5 (2 H. d) , 7. 0 7 (3 H, m) 

%m.7.^ h;U (FAB) 4 6 2 (M + +1) 

io pnm 5 0 - B 

2 -7i^- 4' - [(2, 3, 4, 5-fh7th'D-lH 
-1, 5 -KyyVT* h*>- 1 -4 Jl) 

•J K2 2 OmgOTt h- h V 1 OmllC, *^T^oa7 
-b h7;l/ft K4 0%*&&2m 1 , ->T Wt**** h 'J ^50 
15 mg^M, ifiTl 8H#fifl»#Lfc. £&&£S*L. ^SUCiS 

ftft. »«*«*Lyi:. SS«v"J*m7A^n7h^77 
^f-T'ffiiSILfco ^Qa*;l/Al?*ttl$n-5ii^<k»}. 4' -[[5 
20 - - 2, 3, 4, 5-fh5t Kd-IH- 

1, 5 -OV^7-feft°>- 1 -2-7x- 
;K>X7-'J K 1 3 0mg£*!*:o 

h;U (CDC 1 s , TMSrtMtfd) 
6:1. 8 4 ( 1 H, b) , 2. 0 4 (1 H, b) , 
25 2. 9 5 ( 1 H, b) , 3. 1 4 (1H, b) , 

3. 4 8 (1 H, b) , 3. 5 4 (1H, b) , 
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3. 6 8 (2 H, m) , 3. 7 2 ( 1 H, b) , 

4. 6 2 ( 1 H, b) , 6. 6 1 (2 H, m) , 

6. 8-6. 9 (4 H, m) , 7. 10 (3 H. m) , 

7. 3-7. 6 (7 H, m) , 7. 8 4 ( 1 H, d) 
5 Il^^^h;KFAB) 510 (M + +1) 

#%0"J 5 1 - B 

##03 1 5 - BtmmzlT, 4, 5 - yk F'o- 1 H - 1, 5 
-'<>7W t 4 >- 2 - (3H) 62g<h2-?an 
/ 1 lH-'f ; ^/-;M»4B 1. 6 7 g«fc<9, 

10 1- [ (l-yf-;l/-lH-2-^iy7'J;l/) ^f^] - 4, 5 
-v?tKo-lH-l, 5 -K>7W b°>- 2 - (3H) 
>2. 11 g£*frtio 
ttttSWSX'** h;U (CDC Is , TMSrt«*fll) 
5:2. 5 6 (2 H, t) , 3. 7 4 (5 H, m) , 
15 5. 1 0 (2H. s) . 6. 7 4 (1 H, s) , 

6. 8 2 (1H, m) , 6. 8 7 (1 H, s) , 

7. 0 5 (2 H, m) , 7. 6 3 (1 H, m) 
It^n/KFAB) 2 5 7 (M + +1) 

5 2 - b 

20 ##0J2 6 -Btnm^LT, 1 - [ (1 -jt f-;U- 1 H- 2 - 

S^V'JAO ^ f-;l/] - 4, 5-?t Kn-lH-1, 5-<> 
7S>7-tftf> - 2 - (3H) -*>2. 0 5 g«fc*3, 1- [ (1 

ir/'JW -2, 3, 4, 

7tKo-lH-l, 5 -O^/iSTlit'y 1. 6 6g^^fc 0 
25 «M*1SX^^ h ;U (CDC 1 3 , TMSrt^f) 

5:1. 6 4 (2 H, m) , 2. 9 6 (2 H, t) , 
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3. 0 8 (2H, t) , 3. 6 8 (3H, s) , 

4. 4 0 (2 H, s) , 6. 7 1 ( 1 H, m) , 
6. 8 5 (3 H, m) , 6. 9 5 ( 1 H, s) , 
6. 9 9 ( 1 H, m) 

5 IlX^F^ (FAB) 2 4 3 (M 4 +1) 

5 3 - B 

#%0j3 5-Btmmzix, 1- C ( 1-^*^-1 H- 2- 

-f^y^l/) -2, 3, 4, 5-fh7tKD-lH- 

1, Ag&<0, 1- [ 

10 1 H - 2 -'f i tl-)V\ -5 - AS) - 

2. 3, 4, 5-f h7t K d — 1H — 1, 5 -K'sVitT* t 4 > 
1.7 5 g £'#*:<, 

(CDC 1 8 , TMSrtSP^) 
5:1. 81 (1H, m), 2. 02 (1H, m), 
15 2. 9 3 ( 1 H, m) . 3. 2 3 ( 1 H, m) , 

3. 3 6 ( 1 H, m) , 3. 9 7 (3 H, s) , 

4. 3 3 ( 1 H, d) , 4. 5 6 (1 H, m) , 
4. 6 5 (1H, d) , 6. 5 5 (1H, d) , 

6. 6 8 ( 1 H, t) , 6. 8 6 ( 1 H, s) . 
20 7. 0 1 ( 1 H, s) , 7. 1 0 (2 H, d) , 

7. 2 2 ( 1 H, m) , 7. 3 5 ( 1 H, d) , 
7. 8 8 (2 H, d) 

liX^^h;!/ (FAB) 3 9 2 (NT +1) 
#%0J 5 4 - B 

25 #^0J4 4 -BtmmKlX, 1- [ (l-yf^-lH-2- 

-5 - (4 hn'OV-OU) -2, 3, 
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4, 5 -f t Ko- 1 H-l, 5-<>V"v7-tf'b°> 2. 13g 
1 - (4 -7 $ M>7a) - 5 - [ ( 1 f-;U- 1 H 
- 2 --if ^ *vy;io - 2, 3, 4, 5-f h^th'n- 

1H-1, 5 -KyWTHVy 1. 5 9g£*f*io 
5 »t8*«^^(CDCl,, TMSrt«8t¥) 

<5 : 1. 6 7 ( 1 H, m) , 1. 9 2 ( 1 H, m) , 

2. 8 3 ( 1 H, m) , 3. 2 2 (2 H, m) , 

3. 6 3 (3 H. s) , 4. 3 3 ( 1 H, d) , 

4. 5 0 (1 H, m) , 4. 6 0 ( 1 H, d) , 

10 6. 2 9 (2 H, d) , 6. 7-6. 9 (4H, m) , 

6. 9 5 (1 H, s) . 7. 2 - 7. 3 (3 H. m) 
(FAB) 3 6 2 (M + +1) 

##0fl 5 5 - B 

*#T, 2, 3, 4, 5-f h7t Kn-1H-1, S-OV 
15 t JTW>2 gt b 'Jx?-;l/7£ >1. 3 6g©^^ao^^>^ 
$4 0mli:4--hn'<>7^;l/^a7'f K2. 5 g0??na 
^ * 10ml * 1MX., *R#T 1 5 #fSit# I fco SM^* 

20 «B*»Kif-^&ea^**. l- (4--hD^>7-f;i) - 

2, 3, 4, 5 -f- h5 t Ko- 1 H-l, 5-^> % /S?7-tf > 
3.3 7 g£*#fco 
ftKa***'*? HI/ (CDC 1 • , TMSrt»8*) 

5:1. 8-2. 4 (2 H, m) , 2. 7-3. 3 (2 H. m) , 
25 3 . 5 - 3 . 8 ( 1 H, m) , 4 . 9 - 5 . 2 ( 1 H, m) , 

6. 5-6. 7 ( 1 H, m) , 6. 8-7. 1 (2 H, m) , 
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7. 4 2 (2 H, d) , 7. 9 9 (2 H, d) 
MM^K^ hJl (FAB) 2 9 8 (M + + 1) 

&nm 5 6 - B 

1 - (4 haOV^Jl) - 2, 3, 4, 5-fh7tFn 
5 - 1 H-l, 5-^> s /^T4ft°>3 0 Omg, 'J 1 5 0 

mg, 2 - ^D*ilF^xf-;U2m 1 1 0 0tt'8HFW 

tttUL^o ftixf***«, ttfD&frkftl. «l*«E»-7^-> 
«SiLfco mmzmW, -^xf^x-f;b 
10 iJfeU, 5 - (4 ho'OV'OU) - 2, 3, 4, 5-fh7t 
Ko - 1 H-l, 5-^>7W t e >- 1 -»lfcxf-;H 2 Omg 

^5&m*«!lX^^ h;l/ (CDC 1 j, TMSWif) 

5:1. 3 2 (3H, t) , 1. 9 6 ( 1 H, m) , 

15 2. 1 6 ( 1 H, m) , 3. 1 6 (2 H, m) , 

3. 6 2 (1 H, m) , 3. 9 8 (1 H, d) , 

4. 1 6 (1 H, d) , 4. 2 7 (2H, q) , 
4. 7 2 (1 H. m) , 6. 5 7 (2H, m) , 
6. 7 6 ( 1 H, d) , 7. 0 6 ( 1 H, m) , 

20 7. 4 8 ( 2 H, d) . 8. 0 0 (2 H, d) 

(FAB) 3 8 4 (NT +1) 

##0J 5 7 — B 

5 - (4 hD'OV'OU) - 2, 3, 4, 5-f-h7fcKo 
-1H-1, 5 -<y*/V7M tT>- 1 -Klxfjl/5, 3 g, 10 
25 S> * A^fjt 5 0 0 m g lOOraU, ^'ST"?* 

mWMLiz* RfoWLZ-byJ hmMlizik, &i&£S£L*:o 
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(4-7;M> , /'fW - 2, 3, 4, 5-f hfth'o-lH 
5 -1, 5 -^y/^THfhV- 1 -Siif ;M. 7g^ifc, 
OT^H^^^ (CDC Is, TMSrtSB^m) 
5:1. 8 4 ( 1 H. m) , 2. 0 6 ( 1 H, m) , 

2. 8 6 ( 1 H, m) , 3. 15 ( 1 H, m) , 

3. 4 4 ( 1 H, m) , 4. 2 7 ( 1 H, d) , 
10 4. 5 8 ( 1 H, d) , 4. 7 0 ( 1 H, m) . 

6. 6-6. 7 ( 1 H, m) , 

7. 0-7. 5 ( 1 0 H, m) , 
7. 9-8. 0 (1 H, m) 

(FAB) 3 8 8 (M + +l) 

15 #3T0Q 5 8 - B 

1 - (4 hn'O'/a) - 2, 3, 4, 5-xh7.tKo 
-1H-1, 5-^>7^T-tftr>l 0 g, 10«/<7^AK* 
1 g<Dftlfctttt2 0 0m l£, a»TT?***ilDLfc 0 RJ6*«r* 

ftRifMU 1- (4-7SM>7>fA/) - 
2. 3, 4, Kp-IH-1. 5-<>7^THft 4 ^ 

8.4 8 g&*§fc<> 
25 ^Hm^RlX^^ h;U (CDC 1 s, TMSrtSR^ip) 

6 : 1. 6 7 (1H, b) , 1. 9 4 ( 1 H, b) , 
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2. 8 7 ( 1 H, b) , 3. 0 0 ( 1 H, b) , 

3. 5 7 ( 1 H, b) , 3. 7 2 (2 H, b) , 
3. 9 4 (1H, b) , 5. 0 7 (1H, b) , 
6. 3 9 (2 H, d) , 6. 6 0 (2 H, m) , 

6. 7 5 (2H, d) , 6. 9 5 ( 1 H. t) , 

7. 1 0 (2 H, d) . 
II^n^KFAB) 2 6 8 (M + +l) 

5 9 - B 

1- (4-7;K> , /'f^) -2, 3, 4, 5-f hfbh'n 
- 1 H - 1 , 5 -OWr-M h'y 4. 5g, 2-7x-^$Ii 
&3. 3 3g, 1 - t Kn + S/'O'/h <J7 7-*2. 7 3 g, 1 
-x^;l/-3- (3 ->?y 5 y 7o fcf;l/) *;l/*'^^f; Ktt 
®$|3. 9 g©N, N-^^fWA7;K»*5 0ml*, 1 

&S®l£iS3K, ft$x^;l,ftl, 2-7xx;l/-4' - [(2, 3, 
4, 5— fh?t Kn-1H-1, 5 -KyVVTH t">- 1 
;W rt;/l/tfx;l/| K>X7-'J K3. 18 g£*#fco 
«tt»*iftX'<* (CDC 1 i. TMSrt»«fl!0 
<5:1. 9 4 (1H, b) , 2. 0 5 ( 1 H, b) , 

2. 8 6 (1H. b) , 2. 9 6 (1H, b) . 

3. 5 5 ( 1 H, b) , 3. 9 3 ( 1 H, b) , 

5. 0 3 (1H, b). 6. 5 2 (2H, m) , 

6. 7 - 7. 0 (5H, m) , 7. 1 2 (2 H, d) , 

7. 3 - 7. 6 (7 H, m) , 7. 8 4 (1H, d) . 
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liX^ h;b (FAB) 4 4 8 (M*+1) 
H»J 1 - B 

2- (4-yf;i/7x-;i') 5Omg0-^DD^ 

5 3K#T. **1f 'J/^O7^K 2 2 0mg ^iTL, MiST- 1 TO 
J£#l/c 0 &&£©£Lfc&?Stf^ocM*>5m 1 £2)0*., 2 
- [5- (4-7;M//^lW -2, 3, 4, 5-fh5tF 
d- 1 H-l, S-OVitTW^- 1 S K2 2 0 

mg, hUif/l'T^O. 09ml©^^Dn^>M5ml 

10 tc*^TT??STL, ^-C3NfP^iH$L^o to*.*: 

*§ti}$ ft 4' - [ (5 -1UW<*:4 to*+Ar- 2, 3, 

15 4, 5-f h7bKo-lH-l, 5 -KyVVTWy- 1 ->f 
;U) *;H*.=.A,] - 2- ( 4 - ^ f-;l/7 x-;U) 'OXT-'J K 
13 0 mg^llfc, 
i&£ 1 3 3 - 1 3 7 t 
5c*#*rtt (C s2 H,oN«O s • HsOiLT) 
20 C (%) H (%) N (%) 

ttJHl 71.62 6.01 10.44 

hums 71.82 5.74 10.38 

ttttSW&X'** (CDC 1 s , TMSrt««*) 
5:1. 8 4 (1H, b) , 2. 11 (1H, b) , 
25 2. 3 6 ( 3 H, s) , 2. 9 1 ( 1 H, b) , 

3. 1 2 (1H. b) , 3. 4 0 (1H, b) , 
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3. 7 4 (1 H. d) . 4. 0 4 ( 1 H, d) . 

4. 7 0 ( 1 H, b) , 5. 4 8 ( 1 H, s) , 

6. 6-7. 5(1 5H, m) , 7. 8 2 ( 1 H, d) 

nmm 2 - b 

5 nmmi-Btmmzi-c, 2-7x-^iti5i 1 omgi, 

2- [5- (4 -7i JKyVJfr) -2, 3, 4, 5-f h5t 
Ko- 1 H- 1, 5 -K>Vi?7-e\£>- 1 -'OH S K 

16 0mg«k«9, 4* - [ (5 >f ;M f-^- 2, 3, 4, 
5-fh7t Kn- 1 H- 1, 5 7^74? h°>- 1 --f;U) 
10 - 2 -7x-M>X7-'J K 1 6 Oraget 

H£ 1 3 0 - 1 3 5t 
5c*»««[ (Cs,H, 8 N40 s • H.OiLT) 

C (96) H (%) N (%) 

ff"IMt 71.25 5.79 10.72 

15 &IMt 71.39 5.73 10.36 

mmi§.&mx'<? h;u (cdc 1 , . tmsww 

6 : 1. 8 3 (1H, b) , 2. 1 0 ( 1 H, b) , 

2. 9 1 (1H, b) , 3. 1 1 (1H, b) , 

3. 3 9 (1H, b) , 3. 7 4 ( 1 H, d) , 
20 4. 0 4 ( 1 H, d) , 4. 7 0 ( 1 H, b) , 

6. 5-7. 5 (1 6H, m) , 7. 8 3 ( 1 H, d) 

nmm 3 - b 

mmmi-Btmmzix, 5- u-ysyoy**) -2, 

3, 4, 5 -t h-7 t Ko- 1 H- 1, 5 -OVVT-VKy- 1 
25 -BlFKif-^2 g«fcO, 5- [4- [ [2- (4-y^7x~W 
W^l/] 7;;]^/^;!/] -2, 3, 4, 5-f h5tK 
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o-lH-1, 5 -<y*/ : J7M f>- 1 - ftgxf;H. 4 7g 

7t%tiVrm (C34H S8 N S 0 4<!:LT) 

C (%) H (%) N (%) 

5 ftmil 74.57 6.07 7.67 

HlfcM 74.34 6.15 7.73 

mmn&mx'<? (cdc i , , tmsf^sr^jp) 

•5:1. 3 1 (3H, t) , 1. 9 5 ( 1 H, b) , 

2. 10 ( 1 H, b) , 2. 3 6 ( 3 H, s) , 
10 3. 1 6 ( 1 H, b) , 3. 6 4 ( 1 H. b) , 

3. 9 9 ( 1 H, d) . 4. 10 ( 1 H, d) , 

4. 2 6 (2H, q) , 4. 6 8 (1H, b) , 
6. 5 6 ( 1 H, m) . 6. 7 2 ( 1 H, d) , 

6. 8-7. 5 (12H, m) , 7. 82 (1H, d) 
15 HWJ 4 - B 

5- [4- [ [2- (4 -/ f;b7xi^) 7 i 

OV^jW -2, 3, 4, 5-fh7bKn-lH-l, 5 
yV^T-trt: >- 1 -^xf;I/2 0 Omg, 4 0%* *)V7l > 
/* ^/-/l/M3m l£im*5 0t;T"8B#Rg8£#L*:o 
20 S!S^£z£ffi, y^y-^L, 4' - [ [5- (N 

-yf^yl/A't'f/Wf^) -2, 3, 4, 5-fh7tKo- 
lH-i, 5 -OV^r-tf t°>- l --oi/] #;M?-;i/] - 2- 
(4-y^;i/7x-;P) ^>X7-'J Kl 5 Jmg^lt 
14.6 2 0 2 - 2 0 5 °C 
25 jc^tffM CC.3H.tN4O. • l/4H«OiLT) 
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C (96) H (96) N (96) 

tflMt 73.79 6.10 10.43 

H®MI 73.82 6.11 10.44 

h;U (DMSO-d. , TMSrtaHR*) 
5 6:1. 83 (1H, b), 1. 98 (1H, b), 

2. 2 8 (3 H, s) , 2. 6 5 (H, s) , 

3. 0 0 (1 H, b) , 3. 1 8 (1 H, b) , 
3. 5 7 (1 H. b) . 3. 8 2 (1H, d) , 
3. 9 3 (1 H, d) , 4. 4 9 (1 H, b) , 

10 6. 5 3 (2 H, s) , 6. 8 1 ( 1 H, d) , 

7. 0 - 7. 6 ( 1 2 H, m) , 7. 8 8 ( 1 H, b) 

mmm 5 - b 

5- [4- [ [2- (4 -/ ^;i/7x-;i/) k>*/4A/1 7;;] 

K>V4)V\ -2, 3, 4, 5-fh7kKo-lH-l, 5 
15 % s % /9TH\£>- 1 -ftii^^3 3 OmgOf h7t Ka77> 
$tt 2 Omli:i N7Ki?<k^- h D <7 10ml £fln*., 

Tl 8l*BBft»LA:o S&TOKtK, 1 N&&10 

ml*fl0*fco *tM£i8:K, *2fcU 5- [4- [ [2- (4-* 
f;l/7x-Jl/) 7;;] sOVJJl] -2, 3, 4, 

20 5 -fh7tKo-lH-l, 5 -K> V^T-tft? 1 -TO 
3 10 m g£*§fc 0 
7C*^«f It ( C s . H , 9 N s 0 • 1/10H 2 O 1 1 T) 

C (96) H (96) N (96) 

ItJMt 73.72 5.64 8.06 
25 &IMt 73.52 5.64 8.00 

mffi^&mx^? bA> (DMSO-de , TMSrt««Hl) 
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<5 : 1. 7 9 ( 1 H, b) , 1. 9 6 ( 1 H, b) , 

2. 2 8 (3 H, s) , 3. 0 6 (2 H, b) , 

3. 5 7 ( 1 H. b) , 4. 0 0 ( 1 H, d) . 

4. 1 4 (1 H. d) , 4. 4 7 (1H, b) . 
5 6. 5 5 ( 2 H, s) , 6. 7 8 ( 1 H, d) , 

7. 0 - 7. 6 (1 3H, m) , 1 0. 2 6 (1 H, s) 

mmm 6 - b 

(1) 5 - [4 - [[2 - (4-^f^7xr;l/) 'OlAOU] 7 
$ yj - 2, 3, 4, Kd-IH-1, 

10 5 -K>»/S?TH? b e >- 1 -B^Kl 8 Omg, l-bKo*i"<> 
7h U77-;U6 Omg, 1 -xf-;U- 3 - (3 - i>J?-Jl<T I J 
^nf;W KMi8 0mgOfh7tKo77>i 

ft 1 5m MC 1 -y f-;l/h°^-7^y 4 Omg^-Jtia^., ISTt'l 8 

fctb$;ft£Ii£J;f9, 2- (4->f;P7i-;i/) -4' - [ [5 
- [ (4 l -h 0 ^-7i?-^) *;i/sK-;uy -2, 

20 3, 4, 5 -fh7tKn-lH-l, 5 -KyVVTH t°>- 1 
rt;l/*'x;i/) K>X7-'J K9 Omg^, 
1 8 9 - 1 9 1 V 
7Z%ftmm (C,7H3eN 6 O s • H.OtLT) 

C (%) H (96) N (%) 
25 ffJMt 71.71 6.67 11.30 

HlfcM 71.76 6.42 11.28 
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tem%&m*'<? h;u (cdc i s , TMsrtsani) 

6 :1. 9 3 ( 1 H, b) , 2. 0 5 (1 H, b) , 

2. 2 9 (3 H, s) , 2. 3 7 (3 H, s) , 

2. 3 - 2. 5 (4 H, b) , 3. 0 9 (1 H, b) . 
5 3. 1 9 ( 1 H, b) , 3. 5 0 (3 H, b) , 

3. 6 7 ( 1 H, b) , 3. 8 1 ( 1 H, b) , 

3. 9 9 (1H, d) , 4. 1 4 (1H, d) , 

4. 6 1 (1 H, b) , 6. 5- 7. 5 (1 5 H, m) , 
7. 8 3 ( 1 H, d) 

10 (2) 2- - 4' - [ [5- [ (4-^f- 

;u- l - WJ^iA) tubX-fr/ - 2, 3, 4, 5-x 
h7bKo-lH-l, 5-^//mf>-l-^b] fifrtf 
-Jl] K3 2 0mg^y^;-;H«L, 

-%M*fia?L, LA:. »S«5*x^/-^&SttftL, 

15 2- (4 -t f;l/7t-;l/) -4* - [ [5- [ (4-yf-;l/-l 

-t°^-7^x;l/) ti/\,tfz.*/*AS] -2,3, 4, 5-rh7b 
Kn-1H-1, 5— <>V^7-tftr>- 1 ->f>H *^#-^] 

tt£ 1 6 5 - 1 6 9 V 
20 TtmftVrfe (CstHs^NsOs • H 2 0 • 1/5H»0 i Lt) 

C (96) H (96) N (96) 

tf-gft 67.36 6.00 10.07 
HIM 67.23 5.95 10.20 
ttttSWS*^* (DMSO-de , TMSrt»ffl*) 
25 <5 : 1. 8 2 (1 H, b) , 1. 9 6 (1 H, b) , 

2. 2 8 (3H, s) , 2. 5 0 (3 H, s) , 
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1 0 0 

2. 8 3 ( 4 H, b) , 3. 0 0 ( 1 H, b) , 

3. 0 9 ( 1 H, b) . 3. 5-3. 8 ( 5 H, b) , 

4. 1 6 (1 H, d) , 4. 3 2 ( 1 H. d) , 
4. 4 7 ( 1 H, b) , 6. 5 4 (2 H, m) , 

5 6. 7 6 ( 1 H, d) . 7. 0 - 7. 6 ( 1 4 H, m) 

mmm 7 - b 

H»J6-B (1) tmmtlT, 5 - [4 - [ [2 - (4-^ 
f;i^7x-;l/) OVJM 7$y] OV^Ji] -2, 3. 4, 
5-fh7bFo-lH-l, 5 -OV'JT-H £>- 1 
10 180rag, t;l/*';>3 5ragil9, 2- (4-yf;b7x^) 
-4* - [ [ (5 U J *;U) -2, 3, 4. 

5-fh7t Ka- 1 H- 1. 5 -OVVTW>- 1 --f A/] 
*7;l/#.=.;l/) K>X7-'J Kl 4 Orag^o 
tc^^«tM (C»eH 8 .N404 - 3/2H20«bLT) 
15 C (%) H (%) N (%) 

itmtt 70.23 6.38 9.10 
HEM! 70.33 6.34 8.75 
WSLtod&k^t (CDC Is . TMSrt««JP) 
5:1. 9 2 ( 1 H, b) , 2. 0 5 ( 1 H, b) , 
20 2. 3 7 ( 3 H, s) , 3. 0 9 (1 H, b) , 

3. 1 8 (1 H, b) , 3. 4 - 3. 7 (9H, m) , 

4. 0 0 (1 H, d) , 4. 1 4 (1 H, d) , 

4. 6 2 ( 1 H, b) , 6. 5 - 6. 6 ( 2 H, m) , 
6. 82 (1H, d), 7. 0-7. 5 ( 1 2 H, m) , 
25 7. 8 2 ( 1 H, d) 

mm 8 - B 



WO 94/20473 



PCT/JP94/00391 



1 0 1 

H»J6-B (1) tmWzLX, 5- [4 - [ [2 - (4-y 
f^7x-;l/) K>7-T;U] Tiy] 'OV-OH -2, 3, 4. 
5-f h7bKn-lH-l, 5 *JT*2 t?>- 1 
1 8 0 m g . 2 - (7; f-AO h° U 5? > 4 5 m g <fc «9 2 - (4 
5 -yf;P7i-^) -4' - [ [5- [N- (2 -h'U 

^;l//^-r;uy - 2, 3, 4, 5-f h7t K o - 1H - 1, 
5 -K>7v7-tft c >- 1 -4M K>X7-'J K 

1 6 Omg^-li^o 
Mi/ft 2 3 5 - 2 3 8 °C 
10 TtfZAtfm (CasHssNsOs • H»Oi LT) 

C (%) H (%) N (%) 

tf-jMft 7 2.7 1 5.9 4 1 1.1 6 

nmm 72.43 5.83 10.88 

tttta*"**'*? h/l/ (CDC 1 3 , TMSftSWSD 
15 5:1. 81 (1H, b), 1. 99 (1H, b), 

2. 2 7 (3 H, s) , 3. 0 2 ( 1 H, b) , 

3. 0 6 (1 H, b) , 3. 5 6 ( 1 H. b) . 

3. 7 0 (1 H, d) , 4. 1 0 (1H, d) , 

4. 4-4. 6 (3 H, m) , 6. 5 7 (2 H, b) , 
20 6. 9 - 7. 8 ( 1 6 H, m) , 8. 4 6 ( 1 H, d) , 

8. 6 2 (1H, b) , 10. 2 4 (1H, b) 

mmm 9 - b 

IS»016-B (1) tmm^LX, 5- [4- [ [2- (4-y 
f;l/7xiA) OVJJl) 7;;] Ky % />(Jl] -2, 3. 4, 
25 5 -f h7k Ko- 1H- 1, 5 V/S'T'tf 1 

3 0 Omg. ! J**JVT i 1 00mg«fc«9, 4' - [[5 
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1 0 2 

- (N, N-yVf^yl/'^'f/Mf^) -2, 3, 4, 5 -x 
h-5 fc Kn- 1 H- 1, 5 -OVi?7-tit'>- 1 ;U] *7^** 
- 2 - (4 - >f;b7x-;b) ^>XT-'J K 3 l 0mg£ 

5 14^ 2 1 9 - 2 2 3 °C 

7G##tFrffi (CS4H34N4O3 • 3/2H 2O t LT) 

C (%) H (%) N (%) 
Itglt 7 1.1 8 6.5 0 9.7 7 
XKtt 71.27 6.17 9.73 
10 h;KCDC 1 s , TMSrtW) 

5:1. 9 4 (1 H, b) , 2. 0 4 (1H, b) , 

2. 3 6 (3H, s) , 2. 9 9 (3H, s) , 

3. 0 2 (1H, b) , 3. 1 0 (3H, s) , 

3. 1 2 (1H, b) , 3. 5 3 ( 1 H, b) , 
15 4. 0 0 ( 1 H, d) , 4. 1 4 (1 H, d) . 

4. 6 1 ( 1 H, b) , 6. 5-6. 6 (2 H, m) , 

6. 8 1 (1 H, d) , 7. 0 - 7. 5 (1 2 H, m) , 

7. 8 2 (1 H, d) 

mmm 1 o - b 

20 nmMG-BtmmzLT, 5- [4- 1 [2- (A-/^jvy 

x -;l/) K>7^*] 7 5;] 'O'/'fM -2, 3, 4, 5 -T 
t Kn - 1 H-l, 5-07^7-tf t°>- 1 -#®2 4 Omg, 
N, N-SMf^Ui^U^T $ >6 0 1 <fc*3 4' -[[5- [N 

- (2-^yf;i/7;;if;i/) ;m f-;i>] -2, 3, 

25 4, 5 -fh7t Ko-IH - 1, 5 -<>7 ?7-tf b°>- 1 

;U] *7;U*^;l/) -2 - (4-^ Wx-/I/) K>X7-U K 
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1 0 3 

2 4 Omg^llfco ±<Z)ik&®}2 4 Omg^^y-;U:^iL, 

fr&S*&au 4' - [ [5- [N- (2-i?y W;;xf;b) 

*;l//<*-T;M - 2, 3, 4, 5-fh7t Kn- 1H-1, 
5 5 tT>- 1 --f -2 - (4-yf- 

tt£ 2 2 0 - 2 2 4 t 

7G&£flHI (CmHmNbOs • C1H1O4 • 1/2H»0 <h LT) 
C (%) H (%) N (%) 

10 ff-gte 66.26 6.15 10.17 

HlfctL 66.17 6.21 10.13 

^mmm%x<^ h;u (DMso-d, , TMsrtsw) 

<5 : 1. 8 3 ( 1 H, b) , 1. 9 8 ( 1 H, b) , 

2. 2 8 (3 H, s) , 2. 6 4 (6 H, s) , 
15 2. 9 8 ( 4 H, b) , 3. 0 7 (1 H, b) , 

3. 4 2 ( 1 H, b) , 3. 5 5 (1 H, b) . 

3. 8 6 (1 H, d) , 4. 0 0 (1 H, d) , 

4. 5 0 ( 1 H, b) , 6. 5 4 (2 H, s) , 

6. 8 4 ( 1 H, d) , 7. 0-7. 5 ( 1 2 H, m) , 
20 8. 2 2 ( 1 H, b) , 1 0. 2 8 ( 1 H, s) 

mmm h-b 

nnmi -Btmmzix, 5- (4-75;^^ -2, 

3, 4, 5 - f h5 h Ko-IH - 1, 5 -KyV 9 JTM\Z*s- 1 
-ftKxf-^l. 1 g, 2 - (4--hD7x^) £m#$8 3 0 
25 mgct«9, 5- [4- [ [2- (4 ^7x-iW ^//'f;!/] 
7;;]^^] -2, 3, 4, 5-f h7t Kn-1H-1, 
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1 0 4 

5 -KyVvT-V^y- 1 1 . 3 5g£*ifco 

7C*»*f*l (CsaHsoN^Os • l/lOHsOi LT) 

C (%) H (%) N (%) 
Itgte 68.29 5.24 9.65 
5 UStlS 68.06 5.30 9.69 

h;U (CDC 1 3 , TMSrtfiBSl*) 
6:1. 2 9 (3 H, t) , 1. 9 3 ( 1 H, b) , 

2. 1 0 (1 H, b) . 3. 1 5 (2H, b) , 

3. 6 4 ( 1 H, b) , 3. 9 9 ( 1 H, d) , 
10 4. 1 1 ( 1 H, d) , 4. 2 5 (2 H, q) , 

4. 6 8 (1 H. b) , 6. 5 8 (2 H. m) . 

6. 7 7 ( 1 H, d) , 7. 0-7. 8 ( 1 2 H, m) , 
8. 2 1 ( 1 H, d) 

mmm 1 2 - b 

15 fgttft4 -BtmmiZlT, 5 - [4 - [ [2 - (4--ho7 

x-;U) 'OV-Ol'] 7i;] O'/'OU] -2, 3, 4, 5-x 
h7bKn-lH-l, 5 -*C>'/v>7-tf tf>- 1 -ftixf;b 
400mg«k«9, 4* -[[5 - (H- **)Uj)W<*'( )W 
-2, 3, 4. 5 -fh7 t Ko- 1 H- 1, 
20 >-l->f;l/] *>>U**-;l/] -2 - ( 4 b 0 71^) 'OX 
7~U K2 7 Onig^lt 
jc*5J«ftt (C SJ H I9 N 6 0 6 £ LT) 

C (96) H (%) N (%) 

itnm 68.19 5.19 12.43 
25 68.23 5.24 12.63 

mWL%i,&i%X'<? hJl (DMSO-de , TMSrtSWP) 
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1 0 5 



10 



15 



20 



25 



1. 8 3 (1 H, b) , 1 

2. 5 1 (3 H, s) , 2 

3. 0 0 (1 H, b) , 3 
3. 5 7 (1 H, b) , 3 
3. 9 3 (1 H, d) . 4 

6. 5 2 (2 H, b) , 6 

7. 0 1 (1 H, b) , 7 

7. 3 2 (2 H, d) , 7 

8. 2 1 (2 H, d) 



9 7 ( 1 H, b) 

6 4 (3 H, s) 
0 7 ( 1 H, b) 
8 1 ( 1 H, d) 
4 9 (1 H, b) 

7 9 ( 1 H, d) 
18 (2 H, d) 
5-7. 7 (6 H 



m) , 



Utefll 1 3 - B 

H»J5-B<h^{wLT, 5 - [4 - [ [2 - (4--bn7 
x~;U) 7;;] << % S % /<(M -2, 3, 4, 5-x 

h7kKo-lH-l, 5 -K>v^7-trt°>- 1 -#®x^ 
9 0 Omg 5 - [4 - [[2 - (4 ho7x-;l/) Ky 

*J4)V\ 75 J~\ s<>V4M - 2, 3, 4, 5-xhvtKo- 
1 H- 1, 5 -^//mfV- 1 -m&Q 6 0mg» 

(DMSO-d« , TMSrtSP^ip) 
5:1. 79 (1H, b), 1. 96 (1H, b), 



3. 0 4 (2 H, b) , 3. 

4. 0 1 (1 H, d) , 4. 
4. 6 7 ( 1 H, b) , 6 

6. 7 7 (1H, d) , 7 

7. 1 9 (2 H, d) , 7 



5 7 (1H, b) , 
13 (1 H, d) , 
5 4 (2 H, b) , 
0 3 ( 1 H, m) , 
3 1 (2 H, d) , 



7. 5 - 7. 6 (6 H, m) , 8. 2 1 (2 H, d) , 
10. 4 1 ( 1 H, s) 

(FAB) 55 1 (M + +1) 
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%mm 1 4 - b 

f&ffifll6-B (1) i|5)^{cLT5- [4- [ [2- (4--H 
o7x-W '<>7>Ol/] 7;/] OVJJl] -2, 3, 4, 5 
-fh7t Ko- 1 H-l, 5-K>'/^THf f>- 1 -ft$3 0 0 
rag, 2- (TiJ/i-Jl) t°'J i^>7 3 u 1 2 - (4 - - 

hD7x_;l) -4' - [ [5- [N- (2-b*iJ^;Mfyl/) t> 
)\,><*4)V* ^;U] - 2, 3, 4, 5 -f- h-7 t Kd- 1 H- 1, 

5 - OVi^T^t'>- 1 ->r;l/] ac>xt-'J K 

2 2 0rag»„ 

(DMSO-d, , TMSfiUii) 
5:1. 7 7 (1H, b), 2. 00 (1H, b), 
3. 0 2 (2 H. b) , 3. 5 9 ( 1 H, b) , 

3. 9 0 ( 1 H, d) , 4. 0 8 ( 1 H, d) , 

4. 4 - 4. 6 (3 H, m) , 6. 5 5 (2 H, b) , 

6. 9 1 (1H, d) , 7. 0 3 (1H, b) , 

7. 2 - 7. 7 ( 1 2 H, m) , 8. 2 0 (2 H, d) , 

8. 4 6 ( 1 H. d) , 8. 6 2 ( 1 H, b) , 
10. 3 9 (1 H, s) 

IlX^^ h;U (FAB) 6 4 1 (M + + 1) 

nmm 1 5 - b 

#lJfefl|6-B (1) tmUiZlX, 5- [4- [ [2- (4-- 

hn7x-;u) <yv>ov\ r^y] 07-f;i>] -2, 3, 4, 

5-fh7t Kp- 1 H- 1. 5 -KyVVTHVy- 1 

3 0 Omg, 1 f-^tM?^? 9//lct»5, 4' - C [5- 

[ (4 1 - -2, 3, 

4, 5-fh7kKo-lH-l, 5 -^// v?T-tf f >- 1 ->f 
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1 0 7 

Jl] ■hJltfz.jl] - 2- (4 - z hD7i-^) Ki/XT— 1 ) K 
3 10mg^j|t 

(CDC 1 . , TM Sl^gWt) 
6:1, 9 4 (1H, b), 2. 04 (1H, b), 
5 2. 2 9 ( 3 H, s) , 2. 3 - 2. 4 (4 H, m) . 

3. 1 0 (1 H, b) , 3. 1 9 (1 H, b) , 
3. 5 0 (2 H, m) , 3. 6 5 (1H, b) , 

3. 7 8 (1H, b) , 3. 9 9 (1H, d) , 

4. 1 4 (1 H. d) , 4. 6 1 (1H, b) , 

10 6. 5 - 6. 6 (2 H, m) , 6. 7 9 (1 H, d) , 

7. 0 - 7. 8 ( 1 1 H, m) , 8. 2 1 (2 H, d) 
nmxK^ (FAB) 6 3 3 (NT + 1) 

nnm 1 6 - b 

4' - [ [5- (N-^f^^<^;Mf;l/) -2, 3, 4, 
15 5-fh5t Ko-lH-1, 5-07J>7*bf>-l-'fA'] 
ftjl/tf—jl] - 2 - (4 --hD7x-W a; >X7 — 'J K2 2 0 
mg, 1 0%a«7v?7A^3 0mgO^KM2 Oral^, MM 
TT***JnLfc« KJ6«*«-f b®.Mlt:'&, *fllt8iLfc. 

2- (4-7;;7x^l/) -4' - [ [5- fJl/*;l//< 
-2, 3, 4, 5-fh7h Ko-iH-1, 5- 
O'/^T-tfh'y- 1 -'Ob] * ^>X7-'J Kl 6 0 
25 mgillfc, 

H£ 1 3 0 - 1 4 0 V 
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Ttm&tm (C32H 3 ,N 5 0 3 - 3/2 H.OiLT) 

C (%) H (%) N (%) 

lt»{i 68.55 6.11 12.49 
MM 68.95 5. 90 12.15 
5 »i»**Wh*(CDCl,, TMSrtOTWI) 

6:1. 83 (1H, b), 2. 05 (1H, b), 

2. 8 1 (3 H, s) , 2. 8 9 ( 1 H, b) , 

3. 14 ( 1 H, b) , 3. 3 6 ( 1 H, b) , 

3. 7 6 ( 1 H, d) . 4. 0 5 ( 1 H, d) . 

10 4. 70(1 H, b), 6. 6-7. 5 ( 1 5 H, m) , 

7. 8 4 ( 1 H, d) 

nmm h-b 

umm 1 6 -BtmrntLT, 2- (4--ho7x-;w -4' 

- [ [5- [N- (2 - h"U t>)\»<*4 - 

15 2, 3, 4. 5-fh7t Ko- 1H-1, 5-K^ 4 /v?T-tfh e >- 
1->T ;u] rt;i/*-;u] "OXT^'J K3 4 Omgi;^, 2 - (4 
-7;;7xiW -4' - [ [5- [N- ( 2 - If «J S»M ^Jl) 
ij)W<^-()V^ f-AA - 2, 3, 4, 5-fh7kKo-lH-l, 
5 -oy^T-b'fy- l ->T;l/] ^>X7-'J K 

20 1 1 Omg^ifc. 

H£ 1 2 0 - 1 2 7 °C 

(CDC 1 s , TMSrt«*!H) 
5:1. 79 (1H, b), 2. 22 (1H, b), 
2. 8 8 ( 1 H, b) . 3. 1 5 ( 1 H. b) , 
25 3. 4 2 ( 1 H, b) , 3. 8 2 (1H, d) , 

4. 16 ( 1 H, d) , 4. 5 3 ( 1 H, d) . 
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4. 6 8 ( 1 H, d) , 4. 7 8 ( 1 H, b) , 

6. 6-7. 6 ( 1 7 H, m) , 7. 5 7 ( 1 H, d) , 

7. 8 1 ( 1 H, d) , 8. 5 8 ( 1 H. d) 
KMX^? h;U (FAB) 6 11 (M + + 1) 

nmm 1 8 - B 

mmmi e-Btmrn^tr, 4* - [ [5- [ a-/?*- 

1 - t'KyV-ji) - 2, 3, 4, 5-f h5 

th'o-lH-1, 5 -K>Vi?7-V£>- 1 - 4 )V\ *7;t/tf*-;U] 

- 2 - (4 h o7 KyXT-V K3 0 Omg«fc*3, 2 

- (4-7; ;7 i -W -4' - [ [5- [ (4 1 - 

jjJltf-)l*?-)l] - 2, 3, 4, 5-rh7tK 

d-ih-1, 5 -K^Vitr-e t°>- i ->f;p] < 

>XT-U K2 1 Omg^lt ±®<t&®Z* * J -MZi&m I, 

^bfSfeHL, 2- (4-7U7x-;V) -4* - [ [5-[(4 
-^f;l/-l-^7i?-W 1j)ItK-j\,M1-j\,] - 2, 3, 4, 
5-f h7b Kn- 1 H- 1, 5 -OV } J7# h° > - 1 ;H 
7l7;l/^-;U] ^>XT-U K— S/atflMSl 9 Omg£*§;fco 
18 0-185^ 
TtmfiVrm (Cs.Hs.N.O, • C 2 H 2 04 • 3/2H,0<i:LT) 
C (%) H (%) N (%) 

fj-^fil 63.41 6.02 11.68 
H®M 63.18 5.89 11.81 

mm^&mx^? ccdc i s . tms^«*p) 

* : 1. 9 1 ( 1 H, b) , 2. 0 4 (1 H, b) , 

2. 2 9 (3 H. s) , 2. 3-2. 4 (4 H. m) , 
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3. 0 7 ( 1 H, b) , 3. 19 ( 1 H, b) , 
3. 4 8 ( 1 H, m) . 3. 6 9 ( 1 H, b) , 

3. 8 1 ( 1 H, b) . 3. 9 9 ( 1 H, d) , 

4. 10 ( 1 H, d) . 4. 6 1 ( 1 H, b) , 

5 6. 6-7. 5 (1 5H, m) , 7. 8 2 ( 1 H, d) 

nnm 1 9 - b 

Uttffll -B<fcH«»CLT. 1- (4-7;M//>f;W -5 
- (2 - t°'J 9 to* - 2, 3, 4, 5-fF7tKa-lH 

-1, 5-^>7i?7t*f> 2 5 0rag, 2-7x-;l/$l§i 
10 170mgiD, 2 -7*-;U- 4' - [ [5 - (2 - fc'V 

1-Jl>) -2, 3, 4, 5-f h7bKD-lH-l, 5-OVv> 
7-tfb'>- 1 ->f;|/| # ;!/#-;!/] /OXT-U K2 6 0mg£» 

M& 220-223t 
15 tg*£*HI (CasHsoNLO, • l/2H*0<bLT) 

C (96) H (%) N (%) 

ffHtffl 76.76 5.71 10.23 
76.83 5.68 10.05 
tt«Sl*'»X'<* h/b (CDC 1 s , TMSrtgp^m) 
20 5:1. 85 (1H, b) , 2. 05 (1H, b) , 

2. 9 4 (1H. b) , 3. 1 4 (1H, b) , 

3. 4 5 (1 H. b) , 4. 4 6 (1 H, d) , 

4. 68 (2H. b) , 6. 6-7. 9 (20H, m) ,. 
8. 5 9 (1 H. d) 

25 mt&m 2 0 - B 

mmmi-BtmmziT, 1- u-ti yo^^oi) -5 
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- (3 - t°'J i?Jl/?)l) - 2., 3, 4, 5-fh7tKn-lH 
-1, 5 -<>Vi?T-et°>3 0 Omg, 2 - 7x^;l/$If K 

2 0 OmgJ;*), 2 -7 x-;b- 4' - [ [5 - ( 3 - t° »J 
f-;l/) -2, 3, 4, 5-f^tKo-lH-l, 5-OV^ 
5 7-feft°>- 1 ->f;U] U K 3 7 0 m 

1 8 0 - 1 8 2 V 
7G*£*rft (CsbH 3 oN40 2 • 1/5 H.Oi LT) 

C (%) H (%) N (%) 

10 tf-fttt 77.53 5.65 10.33 

mmm 77.58 5.62 10.28 

(CDC 1 s , TMSrtSWf) 

5:1. 7 8 (1H, b) , 1. 9 6 ( 1 H. b) , 

2. 8 0 ( 1 H, b) , 3. 10 ( 1 H, b) , 

15 3. 3 3 ( 1 H, b) , 4. 2 7 ( 1 H, d) , 

4. 5 5 ( 1 H. d) , 4. 6 4 ( 1 H, b) , 

6. 6-7. 5 (17H, m) , 7. 8 0 (2H, dd), 

8. 5 9 (2 H, d) 

mmm 2 1 - b 

20 mmmi -Btrnm^tx, i-(4-7sw/-f^)-5 

- (4 - t°'J i?Jl* i-Jl) - 2, 3, 4, 5-f h7h Kd-IH 
-1, 5-^>y^7Hf f> 1 5 Omg, 2 - 7 x-;U£,E#$ 9 0 
mgJ:0, 2 -7x-;U- 4* - [ [5- 

-2, 3, 4, 5-fh7tKo-lH-l, 5-OV*7-t?£ 
25 >-l->Ol/) OX7-U Kl 1 OmgW.c ± 

©ft£$)l 0 Omg tv/a^lSl Srag^^y-^iU & 
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7x-;U-4* - [ [5- (4 - k c U 5?;uyf-;l/) -2, 3, 4, 
5-fh7t Ko- 1H-1. S-'OVitTWs- 1 
fc/UiKi;!,] KyXT- »J K->aflil 0 0mg£*#*:o 
5 lft£ 130-135t 

7G*£*rtt (CS6H30N4O1 • C 2 H 2 O < • 3/2HsO i LT) 
C (.%) H (96) N (%) 

ft-Jfffl 67.78 5.38 8.54 

fgttffi 67.76 5.06 8.65 

10 &m%.&mx'<9 (DMSO-d„ TMSrt*«») 

5:1. 7 5 ( 1 H, b) , 1. 9 2 ( 1 H. b) , 

2. 8 5 ( 1 H, b) , 3. 0 3 ( 1 H, b) , 

3. 3 9 (1H, b) , 4. 3 6 ( 1 H, d) , 

4. 5 6 ( 1 H, b) , 4. 6 3 ( 1 H, d) . 

15 6. 6 4 ( 2 H, s) , 7. 0 - 7. 6 ( 1 7 H, m) . 

8. 5 5 (2 H, d) 

mmm 2 2 - b 

mmmi-B tmmiz lt, 5- u-Tzyovjn) -2, 

3. 4, 5 -x h7 t Ko- 1 H-l, £>- 1 - 

20 #®ix;H. 7 7g, 2-7x-Jb$,|f®l. 0 9g«kl9, 5 

- [4- [ (2 - fc*7i-;b#;i/sK-;U) 7 5^3 - 
2, 3, 4, 5-fh5t Kn-lH-1, 5 -K>y*v?7-br t°> 

- l -ftixf;H. 8 2 g^mfco 

25 <5 : 1. 3 1 (3H, t) , 1. 9 4 ( 1 H, b) , 

2. 0 8 ( 1 H, b) , 3. 1 5 (2 H, b) , 
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3. 6 3 ( 1 H, b) , 3. 9 8 ( 1 H, d) , 

4. 0 9 ( 1 H, b) , 4. 2 5 (2 H, q) , 
4. 6 7 (1H, b) , 6. 5 4 (2H, b) , 

6. 7 2 (1H, d) , 6. 9-7. 6 ( 1 3 H, m) , 

5 7. 8 1 ( 1 H, d) 

fi^^ (FAB) 5 3 4 (M* +1) 

nnm 2 3 - B 

HS60J4 - BtmBlZlX, 5- [4- [ (2-b*7x-;l/*^ 
7i y] OV-OW -2, 3, 4, 5-fh5tKo- 
10 1H-1, 5 -K>V 9 JT^£\£>- 1 -ftftx-f-^S 0 0mg<fc«3, 

4' - [ [5- (N-y- J-JHiJl'^J f-Jls) -2, 3, 4, 
5-fh7t Ko- 1 H- 1, 5 -OVi?7W>- 1 --f*] 
ijjl^jl] - 2-7x-;K>X7-iJ K2 0 OmgS^fco 
1 6 0 - 1 6 5 V 
15 Ttm&Vrm (Ca»H 8 oN40 s • 3/2H,Oi LT) 

C (%) H (%) N (%) 

ttlMI 70.44 6.10 10.27 

HUMS 70.47 6.06 10.76 

mmn&mx*? hji ccdc i „ TMSrtsu^) 

20 5:1. 84 (1H, b), 2. 08 (1H, b), 

2. 8 1 (3H, s) , 2. 8 9 (1H, b) , 

3. 1 3 (1H, b) , 3. 3 5 (1H, b) , 

3. 7 4 (1 H, d) , 4. 0 4 (1H, d) , 

4. 6 9 (1 H, b) , 6. 6 - 7. 6 ( 1 6 H, m) , 
25 7. 8 5 ( 1 H, d) 

nmm 2 4 - b 
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H$60iJ5 -B<t|5]$(cLT, 5- [4- [ (2-b*7x-;^^ 
7 $y] K>W;l/| - 2, 3, 4, 5-f h7b h'o- 
1H-1, 5 -K>Vv?THfb'>- 1 -BKif-;U2. 0gJ;<9, 
5- [4- [ (2 - £7 Jltf-Jl) T S y] 

5 -2, 3, 4, 5-fh7t Kn-1H-1. 5 -K>'/^7-lf f 
>- 1 2 1 g£*§fco 

ttttgl&qft*'** (DMSO-de. TMSrtSB^SO 
5:1. 7 9 ( 1 H, b) , 1. 9 6 ( 1 H, b) , 

3. 0 4 (2 H, b) , 3. 5 7 ( 1 H, b) , 
10 4. 0 0 ( 1 H, d) . 4. 1 4 (1H, d) , 

4. 6 7 ( 1 H, b) , 6. 5 4 (2 H, s) . 

6. 7 8 (1 H, d) , 7. 0 - 7. 6 (1 4 H, m) , 
10. 2 6 (1 H, s) , 12. 6 8 (1 H. b) 
SiX^^h;!/ (FAB) 5 0 6 (M + +1) 

15 mmm 2 5 - b 

11*6016 -BtlHMitwLT, 5- [4- [(2-t'7x-W^ 
y $ y ] K > )V\ - 2 , 3, 4, 5-fh7tKo- 
1H-1, 5 -K>Vi?T-e £>- 1 -gfcl?3 O.Omg, 
W<5 9 J>1 lmg<fc<9, 4* - [ [5 - [ (4 -^f-;U- 1 - 
20 5?-;iO *;i/iK— ;Mf-*] - 2 , 3, 4, 5-fh7t K 

d-ih-1, 5 -^>V 9 JT^ t'y- l *;u^-;i/] - 

2 -7x-M>X7-'J K 2 8 0 g^ito ±Oit^2 5 Omg 

/-/u/SM v/a b°;ux-x;U^t>f|i^aL, 4' - [[5- 
25 [ (4 -Jf-Jl- 1 - t°^7 fr) #-rt"J-"— ;Mf^H - 2, 3, 

4, 5-f h5t k d — i H — i, i-K^wyWy-i-JM 
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1 1 5 

ijjl^jl] - 2 -7x-M>X7-'J K-*>atfKi62 0 Omg 
MjA 1 6 2 - 1 6 4 °C 

TtntiVrfe (C, 6 H»»N 6 0, • CtH.O* • 3/2H ,0 £ LT) 
C (%) H (%) N (%) 

tf)Mg 64.76 6.01 9.94 

H&H 64.69 5.87 9.68 

%m%&m*'<9 lh (DMSO-d», TMSflSWP) 
5:1. 8 3 (1H, b) , 1. 9 5 ( 1 H, b) , 

2. 0 6 (3H, s) , 2. 8 9 (5H, m) , 

3. 0 8 ( 1 H, b) , 3. 5-3. 8 (5 H, m) , 

4. 1 9 (1H, d) , 4. 3 4 (1H, d) , 
4. 7 6 (1H, b) , 6. 5 3 (2H, d) , 

6. 7 6 (1H, d) , 7. 0- 7. 6 (1 4 H, m) , 
10. 2 9 (1 H, s) 

nmm 2 6 - b 

**m-B (i) tmmzir, 5- [4- [ (2-b*7*~ 

)Vi3)ltf-)l) 7 $ OV'Ol'l - 2, 3, 4. 5-fh7k 
Ko-lH-1, 5—*yV*JTWy- 1 -ft&3 0 Omg, (2 
-7Wy^;P) t 6 'J y>7 7mgJ:«9, 4* -[[5- [N- (2 
-lf«J Wf-*) *^<*-f^f*] -2, 3, 4, 5-r-h 

7tKo-iH-i, i-K^/^T^y-x-^M ft;i>**- 

-2-7i-M>X7-'JK3 4 0 g^ifco 
2 0 4 - 2 0 7°C 
ttHftlftfllX^^ (DMSO-de, TMSrtSPS^) 
5:1. 8 1 (1H. b) , 2. 0 0 (1 H, b) , 
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3. 0 2 (2 H, b) , 3. 5 6 ( 1 H, b) , 

3. 9 2 ( 1 H, d) , 4. 0 9 ( 1 H, d) , 

4. 4-4. 6 (3H, m) , 6. 5 7 (2H, s) , 
6. 9 8 ( 1 H, d) , 7. 0-7. 8 ( 1 6 H, m) . 
8. 4 7 ( 1 H. d) . 8. 6 3 ( 1 H, b) , 
10. 2 4 ( 1 H. s) 

ItWh^ (FAB) 5 9 6 (M* +1) 
7 -B 

-B (1) tmrnzlX, 5- [4- [ (2-t'7i- 
10 ;U*7;U*-;U) 71 /] - 2, 3, 4, 5-fh7t 

Ko-lH-1, 5 -s<>Vi?7-et'>- 1 -8£$3 0 Omg, \> 
t?-)VTl >m&&l 0 Omgct*), 4' - [[5 - (N, N - 
1- JI13 Jl>/*Jl) - 2, 3. 4, 5-f h7tKo-lH 

-1, 8-^7*^-1-^] ^;Ud-'-;U] - 2 -7x 
15 -;K>X7-'JK14 0mg^fc o 

m& > 2 3 0 °c 

tc^WM (CHnN.Os • 1/2H 2 0<!:LT) 

C (%) H (%) N (%) 

ft JMt 73.18 6.14 10.34 

20 fglftjt 73.28 6.20 9.96 

tti»*IWh;KDMSO-d„ TMSrtgPif) 
5:1. 8 3 (1H, b) , 1. 9 4 (1H. b) , 

2. 8 6 (3H, s) , 3. 0 4 (3H, s) , 

3. 0 9 ( 1 H, b) , 3. 5 8 (2H, m) . 
25 4. 1 2 ( 1 H, d) , 4. 2 5 (1 H, d) , 

4. 4 6 (1 H. b) , 6. 5 2 (2 H, d) , 
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6. 7 3 ( 1 H. d) , 

7. 0-7. 6 ( 1 4 H, m) , 10. 2 6 ( 1 H, s) 

mmm 2 8 - b 

nmms-BtmmziT, 5- [4- c (2-b'7x^*^ 

5 7U] 'O'/'f/H -2, 3, 4, 5-fh7tKa- 

1H-1. 5-O7i?7^b 0 ^-l-Si3 0 0mg, N. N-S? 
yf;Hfl/>v?7; >77M<J^, 4" - [ [5 - [N- (2 
-i?^f;l/7iyxf;l/) i])W<*<< fr/ -2, 3, 4, 5 
-fh7hKa-lH-l, 5 -0'/9Tl£\f>- 1 --f*] * 

10 -2-7x-jK>X7-'JK2 6 0rag^ifc o ±® 

S£Lfc&, x^y-^bSgfiL, 4* - [ [5- [N- ($> 
^WWxfjl/) *;l//<*^;uy -2, 3, 4, 5--r 
h5hKo-lH-l, 5 -OV'ST-V fcT>- 1 ->f ^] 
15 -2 - 7xx;K>t:7- i J K-ya^il2 4 Omg^ll 

14/6 225-227^ 

5c*^«f4l (CsbHstN.Os- C,H,04l/2H 2 0i LT) 

C (%) H (96) N (%) 

20 tfM 64.99 6.04 10.24 

HBH 65.09 5.86 10.44 
h;b (DMSO-d», TMSrtMUP) 
* : 1. 8 2 ( 1 H, b) , 1. 9 8 ( 1 H, b) , 
2.5 0 (6 H, s) , 3. 0 0 (4 H, b) , 
25 3. 4 1 ( 2 H, b) , 3. 5 4 ( 1 H, b) , 

3. 8 5 ( 1 H, d) , 4. 0 0 ( 1 H, d) , 
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4 . 5 1 ( 1 H, b) , 6. 5 5 (2 H, b) , 

6. 8 4 ( 1 H, d) , 7. 0-7. 6 ( 1 4 H, m) , 

8. 1 6 ( 1 H, b) , 1 0. 2 8 (1 H, s) 

nmm 2 9 - b 

*ttm-B (i) tmmzbx, 5- [4- [ (2-t*7x- 

;l/*;l/;JC.=./l,) T 5 /] KyV^f )V] - 2, 3, 4, 5-fh7b 
Ko-lH-1. 5 -<>V t J7'H\?>- 1 -ft&3 0 Omg, 4 
- ! Jt =f-)VT i y f'* 'J > 9 1 m g <fc 9 , 4' -[[5 - [(4 

-$j./f-d/7$ y f^u *)\/#-A,ti-)V\ - 2, 3, 4, 

5-f h7tKn-lH-l, 5 -OV^THfb'^- 1 ->Ol>] 
#;U#.=.;i/| - 2-7x-;K>X7-'J Kl 6 Omg^it, 
MA 2 1 2 - 2 1 5 °C 
7C##tfHfi (C,»H4iN 6 0» • H» 0 £ LT) 

C (%) H (%) N (%) 

ftHM! 72.01 6.84 11.05 

m&m. 72.09 6.59 10.99 

MmftllX^^ (CDC 1 „ TMSrt^$) 
6 : 1. 4 4 (2 H, m) , 1. 7 5 ( 1 H, m) , 

1. 8 7 (2 H, m) , 2. 0 5 (1H, m) , 

2. 2 5 (2 H, s) , 2. 2 8 (3H, s) , 

2. 3 1 ( 1 H, m) , 2. 5 - 2. 7 (1H, m) , 

2. 9-3. 3 (3 H, m) , 3. 4 9 ( 1 H, m) , 

3. 9-7. 2 (3 H, m) , 4. 6 1 (2 H, m) , 
6. 5-7. 6 (1 6 H, m) , 7. 8 4 (1 H, d) 

Uli 3 0 - B 

2 -7x-;l/$,lfil3 8 Omg0^^DD^>@Sl 0m 1 
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1 1 9 

If D^o^ KO. 2 6ml£?l8TL, 1ST 1 B$RB«# Lfco 
fcJ££S£ U^-^^dd^ * > 1 Om 1 Ztiax., 1- (4- 
7 S yO^Af*) - 5 - [2 - ( 1 - fc°o >J i?-Jl) xf;i/] - 
2, 3, 4, 5-f h7b Kd-IH-1, 5 -'OV'JTWs 
5 5 0 mg, h 'Jxf-;U7$ >0. 2 1ml0v^^nD^>^ 
15ml lc*fcTt?«TL, l"#HI«#Lfco Rfctt£**.;:ftiX. 

^ 0 ^Do^/y^;-^=2 o/iT-^ai$nsii^«t:»3, 

2-7x-;U-4' - [ [5- [2- ( 1 - fa y v?-;U) if;!/] 
-2, 3, 4, 5-fh7t Kn-1H-1. 5 -^>*/S?T-tftT 
>- l ;u] KvXr— U K6 4 Omg&fefc. ± 

<Dit£VaS 2 Omg^^na^^lc^L, 4 N*g$/ft8^f- 

t>?*i£ilU ZU6&&4 4 0mg£'#*io 
8U&1 4 8 - 1 5 5'C 

Ttm&lftm (C, 8 H36N40 2 • 2 HC 1 • 2 H 2 0<!:LT) 

C (%) H (%) N (%) CI (%) 
ftg^ 64.31 6. 48 8.57 10.85 
fgfltt 64.40 6.36 8.64 10.99 
h;U (DMSO-de , TMSrt««HI) 
6 : 1. 6 9 (1H, b) , 1. 8 4 (2H, b) , 
1. 9 9 (3H. b) , 2. 7 9 (1 H, b) , 
3. 0 7 (3 H, b) , 3. 4 - 3. 7 (6 H, m) , 
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1 2 0 

3. 7 7 ( 1 H, b) . 4. 4 3 ( 1 H, b) . 

6. 6 7 (2 H, d) , 7. 0 3 (2 H, d) , 

7. 1 4 (1 H, m) . 7. 3-7. 7 ( 1 1 H, m) , 
1 0. 3 1 ( 1 H, s) 

5 mnm 3 1 - b 

%mmz o-BtmmziT, 1- u-Tzyov^oi) - 

5- (2-tXUi?;xfjl/) -2, 3. 4, 5-fh7bKo- 
1H-1, 5 -OVi?T-1zt 0 > 5 7 Omg, 2-7x-;^Ii 
g£3 8 Orag<t!), 2-7x^-4' - [ [ 5 - ( 2 - t"X U 
10 ;xf;P) -2, 3, 4, 5-fh7t Kd-IH-1, 5-^> 
i/^T-tffy- 1 -^r;l/] ^;u^-;u] <>X7-'J 
4 5 Omg£*§fco 
Hll£ 1 9 5 - 2 0 0 °C 

5c*»*f« (C..H, t N40i« HC 1 • 2H,OiLT) 
15 C (*>) H (%) N (%) CI (%) 

ttgfS 68.50 6.87 8.88 5.6 2 
68.31 6.43 9.00 5.72 

&mm.&m*'<? (DMso-d, , tmsw^jp) 

5:1. 3 3 (1H, b) , 1. 6-1. 7 (6H, m) , 

20 1. 9 5 ( 1 H. b) , 2. 7 6 (1 H, b) , 

2. 9 7 (3 H, b) , 3. 3 0 (2 H, m) , 

3. 4 7 (3 H, b) , 3. 6 4 ( 1 H, b)-, 
3. 8 4 (1 H, b) . 4. 4 2 (1 H, b) , 
6. 6 7 (2 H, d) , 7. 0 2 (2 H, d) , 

25 7. 1 4 ( 1 H, m) , 7. 3-7. 7 ( 1 1 H, m) , 

1 0. 3 1 ( 1 H. s) 
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1 2 1 

nmm z 2 - b 

mmmz 0 -Btmm^ix, 1- (4-7;M//^) - 

5- (3-lM'J ^y^Dt e ;l/) -2, 3, 4, 5-f h7t Ko 
- 1 H- 1 , 5-'<> , /Wt , > 5 5 0mg, 2-7x^,1 
5 #K330mg«fc«3, 2-7x^-4' - [ [5- (3-h e ^>J 
i^yyaW) -2, 3, 4, 5-fh7b Kn-1H-1, 5- 

&5 2 Omg^yio 

1 4 5 - 1 5 2 V 
10 5G3SS#tfrffl (CstH«sN<0 2 -2HC 1 *ZH t O t LT) 

C (%) H (%) N (%) CI (96) 
H-JIffi 63.51 6.91 8.01 10.13 
63.87 6.37 8.13 9.80 
(DMSO-d, , TMSrtSP^) 
15 6:1. 36 (1H, b), 1. 6—1. 7 (6H, m), 

2. 0 5 (3H. m) , 2. 8 1 (3H, m) , 

3. 0-3. 2 (4 H, m) , 3. 3 5 (2 H, d) , 
3. 4 5 (2H, b) , 4. 4 3 (1H, b) , 

6. 6 3 (2H, b) , 7. 0 2 (3H, m) , 
20 7 . 1 4 ( 1 H, m) , 7 . 3 - 7 . 7 ( 1 1 H. m) , 

10. 3 3 (1 H, s) 

nmm 3 3 - b 

2-7x^$IiH2 9 5 mgOvJ^Dn^>ij|![l 0m 1 
fc, N, N-^^;i/*A'A7^ K iffi*fiaz.1z'&, *K#T, 
25 1fU;l/^o5>f K0. 2 lm 1 ^riffiTL, ^'fiT'l^m^L^o 
^mLfcM^^nn^ 1 0m 1 *JDpL, 1- (4- 
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1 2 2 

7i )l) - 5- [2- (4-7f;l/-l-tX7^) 

xf;b] -2. 3. 4. 5-fh7t Ko-lH-1. 
y7t*t'> 4 7 0mg, MJ xf-;l/7 $ > 0 . nmlC-^PD 
* * >»tt 15ml i:MTt?STL, 1 9$®MWltz 0 Kfcft* 
5 ^KTKCjP^^^T^^'Jttit, nay *>t&H3L*io 

-T*&88Lfc<, ?oo*;l/A/y *y-;l/= 2 0/lT*$£iS£ft£ 
H&*e>. 4' - [ [5- C2- (4-yf^-l-tX7^) 
10 x*;!/) -2, 3, 4, 5-fh7t Ko-IH - 1, 5-<<>V 
V7*i\*y-\-4)V\ #;u**x;u] - 2 -7i-;K>X7-U 
K4 6 Omg^fifco ±©ffc&$M 4 0 mg4^notWl/Ai:^ 
L. 4 NtSK/ftKxf-;U»^ 1 m 1 *Jn*fc*. »*SE*eiLyto 
Mtt*x^y-.;l/^&||ttJlL, Il»*3 8 0 mg*#fc. 

15 

(CDC 1 3 . TMSrtSP^P) 
5:1. 8 2 ( 1 H, b) . 2. 0 2 ( 1 H, b) , 

2. 2 9 (3 H, s) , 2. 4-2. 7 ( 1 2 H, m) , 
2. 8 8 (1 H, b) , 3. 1 4 (l.H, b) , 
20 3. 2 7 ( 1 H, m) , 3. 5 1 (2 H, m) , 

4. 5 8 ( 1 H, b) , 6. 5 4 (2 H, m) , 
6. 8 0 ( 1 H, s) , 6. 8 8 (2 H, d) , 

6. 9 4 (1H, d) , 7. 1 0 (3H, m) , 

7. 3-7. 7 (7 H, m) , 7. 8 5 ( 1 H, d) 
25 M*'*? Ml/ (FAB) 5 7 4 (M 4 +1) 
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12 3 

Hk£ 2 0 2 - 2 1 0 °C 

7t%£ttm (CseHs9N.0 2 -2HC 1 - 3H,0«i:LT) 

C (96) H (%) N (96) CI (96) 

itgffi 61.71 6.76 9.99 10.12 

5 nmm 61.50 6.21 9.98 10.27 

bJl< (DMSO-d, , TMSrtflWP) 
6 : 1. 7 0 (1H, b) , 1. 9 5 (1H, b) , 

2. 8 0 (3H, s) , 3. 2 - 3. 9 (1 4 H. m) , 
4. 4 4 (1H, b) , 6. 6 6 (2H, m) , 
10 7. 0 3 ( 2 H, m) , 7. 1 3 (2 H, m) , 

7. 3-7. 7 ( 1 1 H, m) 

mmm 3 4 - b 

mmmz o-Btmmzix, 1- u-tz /ovjjd - 

5 - [ 2 - ( 4 - 5M *)VT l J >J^/) i*;U] - 2 , 3 , 
15 4, 5-fh7t Kn- 1H-1, 5-<<>Vi?7-e\f>Z 8 Omg. 
2-7x-miH2 1 0mg<fc<9. 4* -[[5 - [2 - (4 
-SM f-;U7i y tf^U >JJ) - 2, 3, 4, 5-f h5 

tKn-lH-1, 5 -'OV^7-tffcf>- 1 ii)\,-#-)V\ 
- 2 -7x^iK>X7- 'J K-Ztfi&tg 2 5 Omg^it 
20 ik£ 1 7 2 - 1 8 0 °C 

bJl (DMSO-d e , TMSflSBtiP) 
5:1. 70 (1H, b) , 1. 9 - 2. 3 (6 H, m) , 

2. 6 9 (6 H, s) , 3. 0 6 (3H, b) , 

3. 3 5 (3H, b) , 3. 5 0 (2H, b) , 
25 3. 7 1 ( 1 H, b) , 3. 8 4 (2 H, m) , 

4. 4 4 ( 1 H, b) , 6. 6 6 (2 H, m) , 
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1 2 4 

7. 0 3 (2 H, m) , 7. 1 5 (2 H, m) , 
7. 3-7. 7 ( 1 1 H, m) , 10. 3 3 ( 1 H, s) 
Ii7^h^ (FAB) 6 0 2 (M + +1) 

mmm 3 5 - b 

5 HS6093 O-BtmntlT, 1- (4-Tiy<>V^Jl) - 

5- [2- (4 - t'K*) : JJ t°^'J 9 J) x^;l/] -2, 3, 4, 
5-fh7t Kd- 1H-1, $-OVi?T-e\i'>5 0 Omg, 2 
-7i^;l/$,ISi3 1 Orngi*), 2-7x^-4' -[[5 

- [2- (4-tX'Ji?y tX'Jv?;) Xf-;l0 -2. 3, 4, 5 
10 -f h5 t K n — 1H - 1, 5 -KyVVTMVy- 1 

14^ 2 0 6 - 2 1 2 t 

ttttft#iSI*'<* Ml/ (DMSO-d, , TMSrtSR^m) 
5:1. 38 (1H, b), 1. 7-2. 0 (7 H, m) , 
15 2. 1-2. 4 (4H, m) . 2. 7-3. 0 (3H, m) , 

3. 0 7 (3 H, b) , 3. 3 3 (5 H, m) , 
3. 4 7 (2 H, b) , 3. 7 0 ( 1 H, b) , 
3. 8 4 (2 H, b) , 4. 4 4 ( 1 H, b) , 
6. 6 6 (2 H, m) , 7. 0 3 (2 H, m) , 
20 7. 1 5 ( 2 H, m) , 7. 3 - 7. 7 (1 1 H, m) , 

10. 3 4 (1 H, s) 

hi/ (FAB) 6 4 2 (M + +1) 

mmm 3 6 - b 

#%0IJ4 4 -BtmmzlT, 1- (2-^^f;l/7;yxf^) 
25 -5 - (4--hD^>'/>fW -2. 3, 4, 5-f h?t h'o 

- 1 H - 1, 5 -KyVVT-e t°> 5 1 Omg <fc«9, l-(4-7 
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1 2 5 

IJK>V4)\/) -5- W;;xf;l/) -2, 3, 

4, 5-f h7tKo-lH-l, 5-<>7^7-lff> 5 5 0 mg 
Z%iZo MIC, III 3 O-BtmmtlT, ±®it&!fo$ 5 0 
mg, 2 -7i-/l/$Ili3 9 Omg«t«9, 4' -[[5- (2 
-i?yW;;xfi) -2, 3, 4, 5-fh7kKo-lH 
-1, 5 -0 7v*7"tfb e >- l -*f ;u] - 2 -7x 

-;l/K>XT-'J K-£ifc$l4 1 Omg^Ufce 
tt£ 1 5 3 - 1 5 6 V 

mmm.&mx'<? hJi (DMso-d. , tms^$) 

6:1. 6 8 (1 H, b) , 1. 9 6 (1 H, b) , 

2. 8 1 (6 H, s) , 3. 0 1 ( 1 H. b) , 

3. 3 3 (2 H, b) , 3. 5 5 (4 H, m) , 
3. 7 7 (1 H, b) , 4. 4 2 ( 1 H, b) , 
6. 6 4 - 7. 5 6 ( 1 8 H, m) 

(FAB) 5 19 (M + +1) 

mmm z i - b 

#3T0J4 4 -BtWim^LX, 1- (2-^xf;l/7Wxf;I/) 
- 5 - (4 hvKl/Vjfr) - 2, 3, 4, 5-fh7th'a 
-1H-1, 5 -OV*J7Ws9 5 0mg«fc*), 1 - (4-7 
5 -5 - (2-i?xf;l/7;;xf;l/) -2, 3, 

4, 5-fh7tKn-lH-l, S-O % / f J7WV 4 9 0 m g 

fco MK, I%H 3 0 - B tl^Htc LT, ±<Dit&to 4 9 0 
mg, 2-7xx;^If|4 0 0mg«fc«9, 4* - [ [5 - (2 
-i?xW^;xf;l/) -2, 3, 4, 5 --r h 7 fc Ko - 1 H 
-l, 5 > % / s J7W>- l #;i/*'.x,>i/) - 2 -7x 

-M>X7x>J K— tg&ig7 6 Omg^ifc, 
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1 2 6 

ttBftlAftXt? bJl (DMSO-d. , TMSWTO 
5:1. 16-1. 2 3 (6 H, m) . 1 . 6 9 ( 1 H, b) , 
1. 9 9 (1 H, b) , 2. 7 9 (1 H, b) , 

3. 0 2 (1 H, b), 3. 19-3. 25 (6H, m) , 
5 3. 4 9 ( 2 H, b) , 3. 8 3 (2 H, b) , 

4. 41 (1H, b) , 6. 6 5 - 7. 5 8 ( 1 8 H, m) 
IiX^h;l. (FAB) 5 4 7 (M + +1) 

nnm 3 8 - b 

4 4 - B tm®lZ LT, 1 - < 2 - V7n fcTA/7 $ / 
10 xf-;l/) - 5- (4 hn^'/a) -2, 3, 4, 5-fh 
7tKn-lH-l, 5 -OWr-V h°> 5 9 0mg«J:!9, 1- 
(4-7;M>7^b) -5- (2-i?'f7^DtVl/7;yxf 
/10 -2, 3, 4, 5 -7- h7t Kd- 1 H- 1, 5 -<>Vi?T 
-tffcVSOOmg £*§fc 0 Mtw, ±<Dit&%H 500mg, 2-7x 
15 -^56J8L*K3 7 0 mg«fc«5, 4' - [ [5 - 

JUT i J J-f-Jl) -2, 3, 4, 5 -7- h7 t Kd- 1 H- 1. 5 
-KyVVT-e tf>- 1 tj;u^-;u] -2-7x-;K> 

XT- U K— &gfc&5 7 0mg£*§fco 

(DMSO-d. , TMSrt««*) 
20 6:1. 2 4 - 1. 3 7 ( 1 2 H. m) , 1. 7 0 ( 1 H, b) , 

1. 9 9 (1H, b) , 2. 8 2 (1H, b) , 
3. 0 1 (1H, b) , 3. 19 (1H, b) , 

3. 5 8 (2 H, m) , 3. 8 0 (4 H, b) , 

4. 4 3 (1 H, b) , 6. 6 8 - 6. 7 2 (2 H, m) , 
25 7. 03-7. 58(16 H, m) 

SfiX^? h;U (F AB) 5 7 4 (M + +1) 
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1 2 7 

nmm z 9 - b 

4' - [ [5- (2-^DDXf;|/) -2, 3, 4, 5 -f- h ^ 
tKo-lH-1, 5 -K>V^THf h*>- 1 --f ;U] 1])\/#-Jl] 
- 2 -7xiM>X7-'J K3 5 0mg£7-t? h- h U;U2m l 
5 K.fcft?L, l-ym ; etX7v?>2ml*M, 4B#FHfln&jf 

Lfc 0 '&t>tltzitm%? ou*J\<<U£mM, tS?Qfc;S7kffil, MtK 
tt»^/* *«E*S*Lfco M«F*->U*y;l/ 

io /t>*-7tk= i o/ i/o. l-eistusnsiia^, 4* - 

[ [5- [2 - (4 -y*;l^*U-t Kn- 1, 4 -S>7H?tf>- 
1 -Jjl) xf-;U] - 2, 3, 4, 5-f FvtKa-lH-l, 
5 -^>»/5>7-tftr>- 1 -4)V\ ~ 2 - 7x-;K 

>X7-U K3 0 0 mg^?§fco ±<Z>4t&®} 2 8 0 mg*^DD* 
15 ;l/AK:8frU 4N«K/ftlif**»0. 5ml£flD*.*:&, 
*ii*a*Lfco m*x^;-;^f,SiSL, 280 

area***** bJb (CDC 1 , , TMSrt*i») 
20 5:1. 83 ( 3 H, m) , 2. 02 (1H, b), 

2. 3 7 (3 H, s) , 2. 6 4 (4 H, m) , 

2. 7 - 2. 9 (7 H, m) , 3. 1 4 ( 1 H, b) , 

3. 2 3 (1H, m) , 3. 5 0 (2H, m) , 

4. 5 9 ( 1 H, b) , 6. 5 5 (2 H, m) , 

25 6. 7 - 6. 9 ( 4 H, m) , 7. 0 9 ( 3 H, m) , 

7. 3-7. 7 (7 H, m) . 7. 8 5 ( 1 H, d) 
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1 2 8 

Mx^t* (FAB) 5 8 8 (M 1 +1) 

0-**tt (fc¥*i65*ttlMB*lce«t*. ) 
1 7 7 - 1 8 3 °C 
tg*£*HI (C 1 7H <I N,0 2 -2HC1 «2 HjOi LT) 

C (96) H (96) N (96) CI (96) 

ttJMt 63.79 6.80 10.05 10.18 
HfMI 63.53 6.78 10.06 10.48 

(DMSO-de , TMSrtSJStfP) 
5:1. 7 0 ( 1 H, b) , 1. 9 5 ( 1 H. b) , 

2. 1 9 (2H, b) , 2. 7 8 (3H. s) . 

3. 0 1 ( 1 H, b) , 3. 4-3. 5 ( 1 0 H, m) , 
3. 7 8 (4 H, b) , 4. 4 5 ( 1 H, b) , 

6. 6 6 (2 H, d) , 7. 0 3 (2 H, d) , 

7. 14 ( 1 H, s) , 7. 3-7. 7 ( 1 1 H, m) , 
10. 3 2 (1 H, s) 

nmm 4 o - b 

5- [4- [ (2 - k*7x-;i/*;u?i?-;U) 7W] OVJfr] 
-2, 3, 4, 5-f-h7t Ko- 1H-1, 5-<<>*/V7W> 
- 1 -ftS? 5 0 4 mg, 1 - t KD + i/<>'/hiJ7 , /-;H 6 0 

mg , i_i^;u- 3 - (3 - s?^;ut a y 7o t°;u) 

-f^ Kig®&2 3 0ragOfh7b Kd77«5 OmlCl- 
yfWtX7i?>l 4 0mg£fl0;i, IfiTTl 8 ^rfflUK^ L 

*U *»xf-^&»ftftL, 4' - [ [5- C (4-yf-;U^ 

*ttKn- i, 4 - ! JT-e\*y- i ->r;i/) rtA^-^y. 



WO 94/20473 



PCT/JP94/00391 



1 2 9 

-2, 3, 4, 5-f h7t Ko-lH-1, 5 -K >7 ! JTW 
ii)Vtf-)V] -2-7x-M>X7-'J K5 5 0 
mg£f#fc<, ±©-fb^5 3 Omg£? DD-t/bAC^L, 4N 
*Si£/#&i^Ufc& 1 m 1 *fln*.fc«, »tt*S*L^o ££S% 
5 *x^;-;^f,SiSL -i»i|3 3 Omg^ifc, 
Q7 U -K-7. 

ftttaUM&X'** (CDC 1 3 , TMSrt#«l*) 
5:1. 92 (3H, m) , 2. 04 (1H, b) , 
2. 3 8 (3H, s) , 2. 6 5 (4 H, m) , 
10 3. 1 5 (2H. m) , 3. 5-3. 9 (5H, m) , 

4. 0 0 (1 H, d) , 4. 1 4 (1 H, d) , 
4. 6 1 (1 H. b) , 6. 5 7 (2 H, m) , 

6. 7 8 (1 H, d) , 6. 8 9 (3H, m) , 

7. 0 9 (3H, m) , 7. 3-7. 6 (7 H, m) , 
15 7. 8 4 ( 1 H, d) 

h;l/ (FAB) 6 0 2 (M + +1) 

HU& 170-176*0 

ttBft***'** Y)V (DMSO-d, , TMSrt«aWH) 
20 5:1. 83 (1H, b) , 2. 05 (2H, b) , 

2. 7 7 (3 H, s) . 3. 0-3. 7 (9 H, m) , 
4. 0-4. 6 (4 H, b) , 6. 5 3 (2 H, s) , 

6. 7 7 (1 H, d) , 7. 0 3 (1 H, m) , 

7. 1 4 (2 H, m) , 7. 2-7. 6 ( 1 1 H, m) , 
25 1 0. 2 9 ( 1 H, s) 

M&XK? h;b (FAB) 6 0 2 (M + +1) 

v 
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1 3 0 



10 



15 



20 



25 



1 -B 

0-Bi(5l^lcLT, 5- [4- [ (2-t*7x^ 
7 $ y] <<W4)V\ - 2, 3, 4, 5-f h^tKn 
-1H-1, 5 -KyVVT-V t°>- 1 -g£®3 0 Omg, N. N, 
N* — h iJ/f;Hfl/>-;7; >9 0 0 1 «fc*>. 4' - [ [5- 
[ [N- (2-i?yf;l/7;;ifW -N-y^;!/*^^'*^ ;t>] 
yf-;l/]-2, 3, 4, 5-fh7t Kn- 1H-1, 5-OV 
PT-ift'y- 1 -4 Jl] - 2 -7x^M>X7-'J 

K2 9 Omg^ifc, ±<Dtt£%2 7 Omgi>>a9if-Si^ 

L, -->*.*&t£l 9 OragBt. 
Ikj& 1 7 0 - 1 8 0t 

7c3t#tfHI (Cs.H^NeOs • C2H 2 0 4 • 2 H.Oi LT) 
C (%) H (%) N (%) 
fttMt 63.76 6.34 9.78 
63.44 6.09 9.64 
m&mx^t hJl (DMSO-de , TMSrtSMHig) 
6:1. 8 4 (1 H, b) , 1. 9 5 ( 1 H. b) 



2. 7 7 (6H, s) , 

3. 1 8 (1 H, b) , 

4. 1 3 ( 1 H, d) , 
4. 4 8 ( 1 H, b) , 

6. 7 5 (1 H, d) , 

7. 15 (2 H, d) , 
10. 3 0 ( 1 H, s) 
2 -B 



3. 0 4 (4 H, b) 

3. 6 4 ( 1 H, b) 

4. 2 9 ( 1 H, d) 

6. 5 2 (2 H, s) 

7. 0 0 ( 1 H, m) 
7. 3-7. 6 (1 1 H, m) , 



3r 
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1 3 1 

2 -7x^$,|fi4. 35g©i^ooy? yfe®. 5 0 m 1 
fc, N, N-^yf;^^7; Kltt*flnx.fc&, *#T, 
1f'J;l/^D7^ K3. 2ml**TL. SfiT?lN?Mtt^Lfco » 
&£®£Lfc&m^*noy*:/3 Om 1 1- (4-7 

5 J^'O'/'f;!/) -5 - (3-f'Jv?/Mf/l/) -2, 3, 4, 5 
-fh7 Kbn-1H-1, 5 -<<> VVT-V t'> 6 . 5 6 g, h 
iJx^;U7i >2. 5 5ml 0^^od/^>M2 0 Om HCtK 

g?xf-;U«tl9^^b$^S*{Cj;«9, 2 -7x^- 4' - [[5 
-(3-tf'J^H)-2, 3. 4, 5-fh7tKD-lH 
-l, 5 -*OV9TH\£>- l ->f;i/] K>X7- 

U Ka 8 6 g*#fco ±©>fb^7. 8 6 g<&^DD*;l/A(C^j|?L, 

15 4 Kmm/ftwt*i-)\,mm 5 m 1 ^m^Wi, »«e*s* a 

; -;i//»Kxf L, -ig$iI6. 4 1 g£ 

1 7 0 - 1 7 7 

7Gfg#0r<I (C t .HioN«Oi • HC 1 • 1/2 H 8 0<!:LT) 
20 C (%) H (%) N (%) CI (%) 

tt-JUffi 71.97 5.52 9.59 6.07 
HiUli 72.22 5.38 9.65 6.18 
«lSl*«Wh^(DMSO-d., TMSrtfflHRi*) 
<5 : 1. 7 2 (1 H, b) . 1. 8 9 ( 1 H, b) , 
25 2. 8 5 ( 1 H, b) , 3. 02 (1H, b) , 

3. 8 8 (1 H, b) . 4. 4 8 (2 H. m) . 
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1 3 2 

4. 7 8 ( 1 H. d) , 6. 6'7 (2 H, m) , 

6. 9 7 (2 H, d) , 7. 1-7. 6 ( 1 3 H, m) , 

7. 9 6 ( 1 H, d d) , 8. 5 0 ( 1 H, d) , 

8. 8 0 (1 H, d) , 8. 9 4 ( 1 H, s) , 
5 1 0. 2 9 ( 1 H, s) 

mmm 4 3 - b 

mmmi-BtmuKLx, 1- u-r $ jd -5 

- (3 -fc?U - 2, 3, 4, 5-fh7KtD-lH 
-1. 5 -OV'JT^t°>2 9 Omg, 2 - ( 4 - ^ f;l/7x- 

10 ;U) $m#K2 0 0 mg<fc«9, 2 - (4 *)17 - 4' 

- [ [5- (3 -t°y ! J)\,**JV) - 2. 3, 4, 5-xh5tK 
d-ih-1, 5 -KyV ! J7-M £>- l --OP] < 
>X7-U K2 5 Omg^ifco 

Sk^ 2 2 3 - 2 2 7 °C 
15 TtmfiVrm (Cs.H^N^ -1/2H20<!:LT) 

C (%) H (%) N (%) 
ft JMt 76.98 5.92 9.97 
76.91 5.97 9.83 
(CDC 1 , , TMSrtSMiiP) 
20 <5 : 1. 7 8 (1 H, b) , 1. 9 6 (1 H, b) , 

2. 3 5 (3 H, s) , 2. 8 0 ( 1 H, b) , 

3. 1 1 (1H, b) , 3. 33 (1H, b) , 

4. 2 7 (1H, d) , 4. 5 5 ( 1 H, d) , 
4. 6 4 (1 H, b) , 6. 6 6 (2 H, m) , 

25 7. 0 - 7. 5 ( 1 6 H, m) , 7. 78 (2H, dd) 

mmm 4 4 - b 

•lit 
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mmm i -utmm^tx, i- -5 

- (4 - t°'J ^/l/^f-;!/) - 2. 3, 4, 5 -t h-7 KtD- 1 II 
-1, 5 -<y*/V7M t'> 2 9 0 m g, 2 - (4-^f^7x- 
;U) £mt® 2 0 0mg«fc(9, 2 - (4-yWxi;l/) - 4' 
5 - [ [5 - (4 - h"'J i?Jb/ - 2, 3, 4, 5-fh5bK 

o-ni-i, 5 -oVv'T-tf t°>- i --r;i/] ^;u+'-;H < 

>X'7-»J K 1 0 Omg&iifco 
Ik& > 2 3 0 °C 

5g^#JJt{I (C..H,.N 4 Ofl/3H.0<!:LT) 
10 C (%) H (%) N (%) 

It JMfi 77.40 5.89 10.03 
77.39 5.92 9.79 
OTaA"l^^h;l/ (CDC1, , TMSfl«ttWD" 
6 :1. 8 3 ( 1 H, b) , 2. 0 5 (1 H, b) , 
15 2. 3 4 ( 3 H. s) , 2. 8 4 (1 H. b) . 

3. 1 3 (1 H, b) , 3. 3 7 (1 H. b) . 

4. 2 9 (1H. d) , 4. 5 7 (1 H, d) , 
4. 7 0 (111, b) , 6. 66 (2 H. m) , 

6. 9-7. 5 ( 1 5 H, m) , 7. 8 1 ( 1 H, d) , 
20 8. 5 7 ( 2 H, d) 

nmm 4 5 - b 

mm®* 2 -utmmztT, 1 - (4-7;M> , /'fw - 

5 - [ (1 1H - 2 -4 X tfVVb) - 2, 3, 

4, 5-fh7t Ko-lH-l, 5 tV2 9 0 
25 nig, 2 -7x-miKl 9 0mg«k«5, 4' -[[5-[(l 
-J i-Jl- 1 H- 2 -4 I /f-M -2. 3. 4, 
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5-f Kd-IH-1, 5-<>ViST1ft'>- 1 # 

-2-7x-;K>X7-iJ K—^Ktg 3 0 Omg£i# 

I4^> 2 3 0°C 

5 &GBm&q|X^* h;U (DM S 0 — d B , TMSrtSWSQ 

6 : 1. 6 7 (1 H, b) , 1. 9 9 (1 H, m) , 

2. 9 0 (1 H, m) , 3. 1 2 (1 H, m) , 

3. 3 3 (1 H, m) , 3. 8 5 (3 H, s) , 

4. 3 7 (1 H, m) , 4. 6 9 (1 H, d) , 

10 5. 0 2 ( 1 H, d) , 6. 6 6 - 6. 9 (4 H, m) , 

7. 1 - 7. 8 (1 5, m) , 1 0. 3 1 ( 1 H, s) 
h;U (FAB) 5 4 2 (M + + l ) 

nmm 4 6 - b 
mmmz 9 -Btmmzix, 4- - [ [5 - 

15 Jl) -2, 3, 4, 5-f h7k Kn- 1H-1, 5, 

7-fcf t'y- 1 -4)V\ ft )\,-#-)V\ -2-7xiM>X7-'J K 
3 3 3 mg> J i y*/-JH 45mgi:«9, 4' - [[5- [2 - 
(1H-1-- T5^/U^) xf;|/] -2, 3, 4, 5-f h5b 
Ko-lH-1, 5 -OVi?TW>- 1 -- fA/] ^;U^;H 
20 - 2 -7x;iK>X7-'J K-ig&itl 1 7mg^ifc, 
M^*q|7.^^ h;L/ (DMSO-de, TMSlWgfift) 
8 : 1. 6 7 (1H, b) , 1. 9 1 (1H, b) , 

2. 7 3 (1 H, b) , 2. 9 7 (1 H. b) , 

3. 8-3. 9 (3 H, m) , 4. 4-4. 5 (2 H, m) , 
25 4. 5 8 ( 1 H, b) , 6. 5 - 6. 7 (3 H, m) , 

7. 0 - 7. 6 ( 1 7 H, m) , 7. 9 0 (1 H, s) 
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m 1 fccfc!>'7K2. 5ml ©»ttlC*»Lfclfcfc:> TKIKbrt >J ?A 

m*4. 2 g»fc« 
10 'H-NMR (5ppm in DMSO-d, 
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1. 8 (6H, m) , 3. 3 (4H, m) , 7. 5-8. 3 
(tNH) 

MS (FAB) ; 2 0 6 (M + + 1) 

15 mnm 2 - C 

2 - DO 1 /- h 'J 4/ 5 giJitf >f i ^ ( /-^ 2 . 8 1g 
*S?yf-A/X^/**S/ K2 5m 1 (C&fffft* »J -)A6. 3 9 

g*Jn;U 1 2 o < t"e6B#fgffi#Lfco E£tt»c5 Omi©7R£Ao 
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MS (FAB) : 1 8 9 (M + + 1) 
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1- (4-75;^/a)-2, 3, 4, 5-f h7kKo 
10 - 1 H- 1 -OXT4fh°> 1. 0 gfcfcT'J 2>>2 Om IKi&JBU 
*te«#TK0: 6m ieo-ihnWWB"J K&flD*. 

ODtwl/AC^l N-tKM^- h U ?A-C21sk 1 N-46H7? 

15 <)A-e«««i:»*«4B4LT, 2-~ho-4' - C(2, 3, 
4, 5 -x h5 t Ko- 1 H- 1 -KyXT-e £>- 1 -<;l/) ii 
)l#-JV) OXT-'J K«rl. 5 4 gftfco 

'H-NMR (DMSO-d. , TM S rtSB^itl) 
4. 6-5. 1 (1H, m) . 6. 7 3 ( 1 H, d) , 
20 1 0. 6 8 ( 1 H, s) 

MS (FAB) : 4 1 6 (M + + 1 ) 
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o-->7;$IS» 6 6 3 mgfccfctfftkJ&*©N, N-v^?-;U 

25 ig'fb^+if'J^O. 6m 1 ZlEpLM^MLtZo 2 &f?3'&lzJx.]&m 
**EETKiS*U 5>*Day*;/|;:T3l2l#**«Lfc. ftt>tt 
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mg^ifco 

'H-NMR (DMSO-d, , TMSrtSB^ip) 
4. 6-5. 0 (1H, m) , 6. 56 (1H, d) , 
MS (FAB) : 3 9 6 (M + + 1 ) 
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•H-NMR (DMSO-d. , TMSflgWg) 
20 3. 0 - 3. 4 ( 4 H, m) , 3. 7-4. 1 ( 4 H, m) , 

7. 2- 8. 2 (4 H, m) 
MS (E I ) : 2 0 7 (M + ) 
#%0J 6 - C 

2-7;i/*a'<>v*-h'j;i/2 gfc«kt>*4 -y^;uh°^7^> 

25 i. 6 5 gz&%mmt u &*$mi -ctmmo^m^m^-z, 2 
- (4 - l -fcWi^u) $m»i. 5 7 g^m^o 
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■H-NMR (DMSO-d, , TMSMi) 
2. 2 (3 H, s) , 2. 3-2. 7 (4 H, m) , 
2. 9-3. 3 (4H, m) , 7. 0-8. 2 (4H, m) , 
MS (EI) : 2 2 0 (M + ) 
5 #%0J 7 - C 

2 - 7Jl,*aK>V- b*)Jl5 g*>«fcO* 2 - y f-;U-T S 
3. 4 g^tb^*4<bL. ##m-C<t|lI$©^j££E^T. 2 

- (2 lH-l-f^'/'JW 1 g£^ 

10 'H-NMR (DMSO-d, , TMSrt«8*S) 

2. 0 7 (3H, s) , 6. 8 7 ( 1 H, d) , 
7. 11 (1 H, d) , 7. 2 - 8. 0 (4 H, m) 
MS (E I ) : 2 0 2 (M + ) 

8 - C 

15 2 -7**DK>'/i h U;U6 gfc«fctf 2 -i^;l/>f S PV-Jl 

5. 8g£Hi36Jg8£U ##W2-Ctl^ttO^*ffl^T, 2 

- (2-xf;l,-lH-l-f;^/'J;l/) $&#R5. 4g^H 

'H-NMR (DMSO-d. , TMSrtSU^ip) 
20 1.0 7 ( 3 H, t) , 2. 4 0 (2H, q) , 

6. 9 2 (1 H, d) , 7. 1 1 (1 H, d) , 

7. 2-8. 5 (§t5H) 
MS (E I ) : 2 1 6 (M + ) 

9 - C 

25 2 - 7J\,*a<yV- h y ;u 5 gfc 2 -ynt 4 ;K 5/ > /- 

;b5 g*m»]WB£U ##00 2 - C iH*l0¥S*ffl^T, 2 - 



WO 94/20473 



PCT/JP94/00391 



1 7 1 

(2 -7ot°;l/- 1 H- 1 -4 I yVV)i<) $m«*8. 2 g£l# 

'H-NMR (DMSO-de , TM S ftUUm 
0. 8 2 (3H, t) , 1. 7 0 (2 H, m) , 
5 2. 7 2 ( 2 H, t) , 7. 1 2 (1 H, d) . 

7. 2-8. 0 (it 4 H) , 8. 19 (1H, m) 
MS (E I) : 2 3 0 (M + ) 
1 0 - C 

10 Jl/7. 1 g^aj^m*4iL, #WJ2-C<i:|l|^©#}**ffl^T^ 
2 - (2-7x-;b- 1H-1--T; ^7U;l/) £Jl#I?4. 2 g 

'H-NMR (DMSO-de , TMSrtSWSO 
7. 0-7. 5 (§t8H), 7. 5-7. 8 (2H, m) , 
15 7. 9 5 ( 1 H, m) 

MS (E I ) : 2 6 4 (M + ) 
#WJ 1 1 - C 

•20 2 - (2, 4 - it J f-;U- lH-l-'f 5 ^7l) ^) 

3. 8g£^c<> 

'H-NMR (DMSO-de , TMSrtMtif) 
2. 0 4 (3H, s) , 2. 0 8 (3 H, d) , 
6. 8 3 ( 1 H, d) , 7. 3-8. 0 (ft 4 H) 
25 MS (E I) : 2 1 6 (M + ) 

##^J 1 2 - C 
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2 -7/l/tn^>^ h 'J;U5 gfc«fctf 1 . 2, 4-HJ77- 
3. 0g©2 - (1H-1, 2, 4-h'J77-;l/-l-^;l/) $1 

5 'H-NMR (DMSO-de , TMS^$) 

7. 5-8. 1 (ft 4 H) , 8. 16 ( 1 H. s) , 

8. 8 8 ( 1 H, s ) 

MS (EI) : 189 (M + ) 

mmmi-c 

10 2 - t°^U ^y$Ifi8 22mg£v>*nny*>l&4ml 

fc*»U - 1 5°C. M^TKitfl;**-*? U^O. 4 2 m 1 fcjitftt 
mm<DN, N-yVf;l/*^A7; K*JD*.* 2 «f(ffl^»fCMK 
IL% 3£lc2*RB«#Lfc« EJ6**ttETIc«$tU ^?an 

15 mlMU Ctt£*#ti#Tfcl- (4 -7 5 yOVXAO 
-2, 3, 4, 5 -X h7 b Kd- 1 H- 1 -K>X7-fc?t°>L 07 
gfccktf h 'Jx^;UT $ > 1. 23mlO^^DD^>21. 4 
m 1 Ojg&lCjgTLfco JcML*:<D-& 1 2 0£»#* 

20 VkftZft^tZo J?^od^>|^ku 

(3 : 1) Oi/'J*f;l/*7A^D7h/77<(-i:TSI!*ffiL 
*:&{;:n-^4-*f->-7-t? h ^^SHf B ^l\ 2-f^'J 
-4' - C (2, 3, 4, 5 -x h5 t Ko- 1 H- 1 -KyXT 
25 -if f>- 1 *7;l/#-;l0 /<>X7^U Kl. 4 5g4Hfc. 

*tt£$!8 0 Omg^ixf/H 6 m 1 tc&ft? LfctfeWfrTK 4 
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N-4tt»fttti*-;U*ttO. 4 4ml «ftb Lfc*Sfi*»HK 

U 2 -tXU 4' - C (2, 3, 4, 5-r h^t Ko- 
1 H- 1 -KyXT-e t°>- 1 -A Jl) i])ltf-A>) /<>X7-U 
KttKttG 7 Omg^lfc. 
5 MjA : 1 5 2 - 1 5 5 °C 

7g£#*JtM (C2 9 H, s C 1 N, O, ) 

C (96) H (96) N (96) CI (96) 

ftWIt 71.08 6.58 8.57 7.23 
UlSffi 71.13 6.57 8.51 7.22 
10 'H-NMR (fippra in DM S O - d , , TM S rtSBJH 

m) 

1. 4 0 (1 H, m) , 1. 5 9 (1 H, s) , 
2.0 0 (1 H, d) , 2. 5 0 (1 H, t) , 

2. 6 5 (1 H, d) , 3. 0 0 (1 H, t) , 
15 4. 8 6 ( 1 H, d) , 6. 7 0 (1 H, d) , 

6. 9 5 (1 H, t) , 7. 0 9 (1 H, t) , 

7. 15 (1 H, d) , 7. 3 1 (1 H, d) , 
7. 6 0 (1 H, d) , 8. 0 0 (1 H, s) . 
11. 4 2 (1 H) 

20 MAS S (FAB) : 4 5 4 (M + + 1 ) 

nmm 2 - c 

1 - (4 -7 S JOV^Jl) - 2, 3, 4, 5-xh-7tKn 
- 1 H- 1 -<OXT-e t°> 2 0 0 mg> 2- (lH-l->f^ 
y 'J ;u) £H#& 1 7 0 m g „ *5<fcCf 4 - ^ ?-/i/*;u* 'J > 0. 1 1 
25 ml^^Da^>3mli:^U *?£M#TK 1 -x^;U- 
3 - ( 3 - V/rfrT IJ-fu b°;U) S Kttffttt 1 9 0 
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5 (2 0:1) 0'>'J*W7A^O7K77^-i:TiMi 

*»TIC4 N-tt»ftlfcxf-;b»*0. 18ml ZtiQ*.. ffrfcULrt: 
tkmZMtol, 2- (1H-1--T -4' - C (2, 

3, 4, 5-fh7t Ko-lH-1 -Kr/XT-tfb'i'- \-4 )V) 
10 K>X7-'J K£&$i2 3 Omg^, 

5c*»«f« (CitHi.C 1 N< 0, ) 

C (%) H (%) N (%) CI (%) 

fftMt 68.71 5.13 11.87 7.51 
111 68.55 5.42 11.62 7.32 
15 'H-NMR (<5 p pm in DMSO-d, , TMSrtSU^ 

m) 

1. 4 0 (1 H, m) , 1. 8 5 (2H, m) , 

1. 9 9 (1 H, m) , 2. 6 5 (1 H, t) , 

4. 8 3 (1H, d) , 6. 6 9 (1H, d) , 

20 6. 9 5 ( 1 H, m) , 7. 1 0 (2 H, t) , 

7. 2 9 ( 1 H, d) , 7. 3 8 ( 1 H, d) , 

8. 1 0 (1 H, s) , 9. 4 5 (1 H, s) , 
10. 7 3 (1 H, s) 

MAS S (FAB) : 4 3 7 (NT + 1) 

25 mam 3 - c 

2 J $A&Bfc 4 2 8 m g fc<fctf 1 - (4-7Sy"0 

'k 



WO M/20473 



PCT/JP94/00391 



17 5 

•/-f/U) -2, 3, 4. 5 -r F7 t Kd- 1 H- 1 -K>X7t' 
t°>5 0 Omg^^ H«J1 -CtH»Offt*ffl^ 2- 
(4 -t;l/*U-;l/) - 4' - ( (2, 3, 4, 5-f h7tKu 
- 1 H- 1 -K>XTlft°>- 1 rt;U**^;l/) KyX7- 

5 'J K2 4 8 mg£'#fco 

tt£ : 1 8 3 - 1 8 4 V 
7C#^tfrM (C„H,,N 3 0, ) 

C (%) H {%) N (%) 
tt-gfl 73.82 6.42 9.22 

io nmm 73.57 6.47 9.16 

'H-NMR (5ppm in DMSO-de, TMSrtlS^ 

m) 

1. 1-2. 2 (4 H, m) , 2. 6-3. 2 (7 H, m) , 
3. 5 - 3. 8 (4 H, m) , 4. 8 0 ( 1 H, d) , 
15 6. 6 - 7. 8 (1 2 H, m) 

MAS S (FAB) : 4 5 6 (M + + 1 ) 

nmm 4 - c 

2 - (4 -yf-;U- 1 -eX-^v^U) £m#®4 5 5mgfei 
tfl-(4-7U^M-2, 3, 4, 5-fh7tKa 
20 - 1H - 1 -^>XT-feft°>5 0 Omg^^ H JftM 2 -Ctl^il 

2- (4 1 - t°^7i?-;l/) -4' - 

C(2, 3, 4, 5-T-h^t Ko- 1H- l-OX7-tfh°>- 
l 77;u*^A0 K>XT-'J K&®i&®j^fel3<* 6 5 4 

m g£f§fc 0 

25 'H-NMR (ippm in DMSO-di ,'TMSrtSS 
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1. 1-2. 2 (4H, m) , 2. 6-3. 6 (10H. m) . 

3. 9-4. 4 (4H, m) , 4. 8 0 (1H, d) , 
6. 6 - 7. 8 ( 1 2 H, m) 

MAS S (FAB) : 4 6 9 (M + + 1) 

5 n mm 5 - C 

2 - ( 1 H - 1 , 2 , 4 - HJ 7 As- 1 -4 )V) $A3Bfe 
2 14mgfc«kO t l - (4-7;M> , /'fW - 2, 3, 4, 5 
-fh7tKa-lH-l -K>XTW> 2 4 Omg^^ f£!& 
fll -C£BI«<D^ft*fli^T* 2- (1H-1, 2, 4-hUT 
10 7-;l>- 1 ->f - 4 ' - C ( 2 , 3, 4, 5-f h7tKo- 
1 H- 1 -K>X7-fef l ->r;l/) ^>X7~U 

MjA : 1 8 3 - 1 8 4 V 
TtmftVrm (C*6H2sC 1 N 5 0, ) 
15 C (%) H (%) N (%) C 1 (%) 

H-^Cffl 65.89 5.10 14.78 7.48 
H&fii 65.58 4.93 14.65 7.66 
'H-NMR (5ppm in DMSO-d, , TMSrtSP^ 

m) 

20 1. 8 4 ( 2 H, m) , 2. 9 0 ( 1 H, m) . 

4. 8 2 ( 1 H, d) , 6. 7 1 ( 1 H, d) , 

6. 9 5 (1H, m) , 7. 1 0 (2H, t) , 

7. 2 8 (1 H, d) , 8. 0 8 (1 H, s) , 

8. 8 8 ( 1 H, s) , 10. 4 2 ( 1 H, s) 
25 MASS (FAB) : 4 3 8 (M + +1) 

6 - c 
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2 - (2 -/ f-;U- lH-l-'f 5 ^V'J ;U) $&3il2 2 8 mg 
fciO^l - (4 -7 S - 2, 3, 4, 5-fh7t 

Kn- 1 H- 1 -K>X7Hf t°>2 0 OmgJ&>£> Hftffll 2 - C t 
|SM$©#&£ffl^T> 2- (2-yf^-lH-l-^^ l /'JW 
-4' - C (2, 3, 4, 5-f h7tKn-lH-l 

^a-^-ftKxf-A'fr&ISISB) £2 4 lmgit 
Mk£ : 2 8 2 - 2 8 3 °C 
5c*£*fffi (C I8 H 2 .N4 0, ) 

C (%) H (%) N (%) 
li-mM 74.65 5.82 12.44 

74.39 5.62 12.18 
'H-NMR (<5ppm in C D C 1 , , TM S flttfltV) 

1. 9 5 (2 H, m) . 2. 19 (3 H, s) , 

2. 9 0 (2 H, m) , 5. 0 0 (1 H, d) , 

6. 6 1 (1 H, d) , 6. 9 0 (1 H, d d) . 

7. 6 1 (1 H, m) , 8. 0 4 (1 H, m) 
MAS S (FAB) : 4 5 1 (M + + 1) 

MM17--C 

2 - (2 -x^;l/- lH-l-'fi^/'J^) £m#&2 8 Omg 
fcitfl - (4 -7 S yOV^Jl) - 2, 3, 4, 5-f"h5t 
Ko- 1 H- 1 -KyXTM My I 9 5mg^^ H»J 2 - C t 
H«©#j**ffl^Tx 2- (2-x^-lH-l-fS^/'JW 
-4' - ((2, 3, 4, 5-fh7fcKn-lH-l-'<>X7 
-if f>- 1 ijJltf-M OX7-U KOlSii (yf-;U7 

;l/3-;l/-ft&x^;U^$>?|lgii) £39 lmgit 
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Mj& : 2 4 2 - 2 4 4 °C 

TC^^tffM (C 2 ,H 2 sN4 0 2 ) 

C (96) H (96) N (96) 

ftJMI 74.98 6.07 12.06 

5 £(MI 74.85 5.98 12.02 

'H-NMR(<5ppm in C D C 1 » , TM S rtiSflWO 

1. 13 (3 H, t) , 2. 0 4 (3 H, m) , 

2. 7 4 (1 H, t) , 2. 8 7 (1 H, m) , 

3. 0 1 (1 H, t) , 4. 9 9 (1 H, d) , 
10 6. 6 0 ( 1 H, d) , 6. 6 2 (1 H, s) , 

6. 9 0 (1H, t) , 7. 6 3 (1H, m) , 

8. 10 (1 H, d) 

MAS S (FAB) : 4 6 5 (M + + 1) 

mmm s-c 

15 2 - (2-Zfat'Jl- 1 H- 1 ->f 5 *V'J ;l/) £A«tt 4 4 0 

mgis£& 1 - (4 -7; to) - 2, 3. 4, 5-f h 

5 b Ko- 1H- 1 -OX7Hft'>5 0 Omg^^ gffifll 2 - 
C£ffltt©*«:*J8^T. 2- (2-7Dk°;U-lH-l-^y 
V'J;U) - 4' - C (2, 3, 4, 5-f h7t Ko-lH-1- 

20 K>X7-et*>- 1 ->Ol/) rt;U?K-;W OXT-'J KOtil 
(B«if^&Seft) £7 1 5mg#fc, 
H£ : 1 8 3 - 1 8 4 °C 

Ttrntimm (c s1 h s ,n 4 o, ) 

C (96) H (96) N (96) 
25 tttMft 75. 29 6.32 11.71 

&IMt 75.20 6.39 11.60 
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'H-NMR (fippm in C D C 1 , , TM S MUTO 
0. 7 9 (3H, t) , 1. 6.0 (2H, m) . 
2. 4 4 ( 1 H, t ) , 2. 9 0 (2 H, m) , 
4. 9 9 ( 1 H, d) , 6. 6 0 ( 1 H, d) , 
5 6. 6 2 ( 1 H, d) , 6. 8 7 ( 1 H, d d) , 

7. 6 2 ( 1 H, m) , 8. 0 7 ( 1 H, m) 
MASS (FAB) : 4 7 9 (M + + 1) 

mmm 9 - c 

2 - (2, 4 -P/^-Jl- lH-1-^5 ^V'J;U) $JR«& 
10 2 6 7 mg^[fl- (4-7;yO'/^l/) - 2, 3. 4, 5 

-fh7t Kd-IH - l-^X7^h'> 2 3 8mg^^ £ffi 

m - c tmmo^m^m^-c, 2- (2, 4-s>**/u-ih- 

1 ->T S^7U;I/) - 4' - t (2, 3, 4, 5-fh7bKn- 

1 h- 1 -Kyxr-e £>- 1 ->r;i/) *^^-;u] k>xt-u 

15 K*»ttH{*iLT 8 8 5mg4#fc, *<b^«B2 3 5mg£2. 5 
m 1 <D3-*)l7)l3-MZfeMl. *#TJC4 N -*»»lfx^;l/ 
&&0. 1 9m 1 £fln>U #rtfJLfcfti!fc£i£&U 2 - (2, 4- 
^yf;i/-lH-i-i'^ , /'J;b) - 4' - C (2, 3, 4, 5 
-fh7k Ko- l H- 1 -^>XTHff>- 1 ->f;l/) rt;W#x 
20 /I,) "OXT-'J K&&&1 9 8mgiifc 0 
Tcmfflftm (C 2 .H 29 C IN, 0, ) 

C (%) H (%) N (%) CI (%) 

ft JWI 69.52 5.83 11.18 7.08 
HlfcM 69.22 5.49 1 1.46 7.26 
25 'H-NMR (fippm in DMSO-d 6 , TMSrtii 

2H) 
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1 8 0 

1. 8 5 (2 H, m) , 2. 2 5 ( 3 H. s) , 

2. 3 6 (3 H. s) , 4. 8 4 ( 1 H. d) . 
6. 7 0 ( 1 H, d) , 1 0. 7 4 ( 1 H, s) 
MAS S (FAB) : 4 6 5 (M* + 1 ) 

5 mmm io-c 

2 - (2-7x-;b- 1 H- 1 -4 X *VU/b) £MK2 6 7 
mg:fc«fctf 1 - (4 -75 y^^W - 2, 3, 4, 5-f h 
7tKo-lH-l -'OX7H?t , >2 3 8mgfr£* III 2 - 
Ctl8©?ft*ffl^t, 2- (2-7 i -;I/-lH-l-^f^ 
10 V»J;U) - 4' - C (2, 3, 4, 5-fh7tKn-lH-l- 

OX7-feft°>- l ->T;U) KofeS 

(ftSfcif^frfclllSg) £4 7 Omgfffco *4"t£$l3 5 Omg 
£a 5 m 1 Oi^;U7;l/=i-;KC^PL, *»TC4N-i»ffii 
xf;l.»*0. 1 9m 1 *JPi^ «ftiiL^3*»*»ffiL. 2- (2 

15 -7x-;u- l h- i ->r $*vu;i/) - 4' - c (2. 3, 4, 
5-f h?t Kd- 1 h- 1 -^>X7-bft°>- 1 --r;b) 

-;U) ^>X7-'J K*S&ifi&3 2 0 mg#^ o 
7C*^«flt (CH..C 1 N< O2 ) 

C (%) H (%) N (96) CI (%) 

20 ftMm 72.19 5.32 10.20 6.46 

Hflll 72.47 5.48 9.93 6.43 

1 H - NMR (ippm in DMSO-d, , TMSrtSS 

m) 

1. 8 6 (2 H, m) , 2. 9 1 (2 H, m) , 
25 4. 8 3 ( 1 H, d) , 6. 7 3 ( 1 H. d) , 

10. 3 8 (1 H, s) 
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MAS S (FAB) : 5 1 3 (NT + 1 ) 

nmm 1 1 - c 

(1) 2 bo- 4' - C (2, 3, 4, 5-f h7hF'a- 

1 H- 1 -<>XT-Vt'>- 1 -'OU) 77 ^-Jl/) ^>X7-'J 
5 KL 5 1 gCDN, N-^yf;^;^7; K3 OmlMl^ 10 

5 Omg£flQ/U 3B#F^mS{CT^ffi^ftiii 

ES£LT. 2-7U-4' -C(2, 3, 4. 5-fh5tK 
10 d- 1 H- 1 -OXT-et'>- 1 ijJlstf-fr) 'OXT 

'H-NMR (<5 p pm in DMSO-di , TMSrt*« 

m 

1. 0-2. 2 (4 H, m) , 4. 6-5. 1 ( 1 H, m) , 
15 6. 4 - 7. 8 (1 2 H, m) 

MAS S (E I ) : 3 8 5 (M + ) 

(2) ±1B0 2 -7S J - 4' - C (2, 3, 4, 5 - -f h "7 t K 

d- i h- l -OXr-t? e>- l tu\,#-M 'OXT 

-'J K 7 5 9 mg<Z>8*&l 0m 1 2, 5 

20 346^1 *in;u wzmmmmmitzo &ig£&Ee*u 

A : ftgxf ;l/= 3 0 : 1) KiT»»Lfc«lw* ?nn*;l/A-n 
-^*1J->K<fc*milfl:£ii\ 2- (2, 5 -5?yf-;l/bfo-;U- 
1 - 4' - ( (2, 3, 4, 5-f h7tF'D-lH-l 

25 -OX7Hfh a >- 1 ->r;b) 77;l/*'-;i/) OX7-U KO^S 
& 4 8 5 m gff fc 0 
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Hj& : 1 8 9 - 1 9 0 °C 
7C*£tftt (C.HuNi Ch ) 

C {%) H (%) N (96) 
ttJMt 72.73 6.31 9.06 
5 gifclt 77.48 6.42 8.92 

'H-NMR (<5 p pm in DM S 0 - d • , TM S ft AM 

m 

1. 1-2. 2 (9H, m) , 2. 5-3. 2 (3H, m) , 
4. 6 - 5. 1 ( 1 H, m) , 5. 6 8 (2 H, s) , 
10 6. 6 - 7. 9 ( 1 2 H, m) 

MAS S (FAB) : 4 7 9 (M + + 1 ) 

m&m 1 2 - C 

2-1/7^-4' - [(2, 3, 4, 5-fh7tKo-lH- 
1 -OXTM 1 ->f;l/) OXT-U K 932 

15 mg© h;Ux^2 0m 1 $&Jw> h 1) 7f/l'f">7v ! K 1 . 174 

2. 7 4g*flD;U 10IBHD»a«lftx S*h'jrf-;l/f->T5>K 
2. 3 5mg£fl[J;^ 3 BP^ta&ilfliE Lfco ^-tJHs&V 

20 I^KUtt:, W$J§£ 1 N*IMt* h 'J ^A**«-eatbL 

: 1~5 : 1 ) iZHm^Ltzm^, 9 o n*;UA-i-x;l>f::<t (9 
25 MiKfcSiK 4' - C (2, 3, 4, 5-f h5t Kn- 1H- 1 
-^>Xr-tftr>- 1 ---f;i/) - 2- (lH-fh? 

I 
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V-;U- 5 ->f ;lO OXT^'J K©t§S£ 3 5 lmgi/:„ 
: > 2 5 0 1 

'H-NMR (fippm in DMS0-d« , TMSrt8Si 

m> 

5 1. 1-2. 2 (4H, m) , 2. 6-3. 1 (3H, m) , 

4. 5-5. 1 (1H, m) , 6. 6-8. 0 ( 1 2 H, m) 

MASS (FAB) : 4 3 9 (M + + 1) 
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